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LIO ANSVER I OF 8 USPATFULL 
ACCESSION mjMBER: 
TITLE: 

IHVE>n-OB(S): 



Page 2 



PATEWr ASSIGNEE (S) : 
Lexington, 



2000:47233 USPATFULL 

H««n9 to achi«v« sustained r*lej9« of syn.rsistic 
by conjugation 

Aahton, P*ul. Boston, KA, Unit«d Stat«9 
Crooks, P*t«r Anthony. Lexington. KY, United States 
Cynkoi-rslU, Tadeusi. Lexington, KY, United States 
Cynkowska, Grazyna, Uxington. KY. United States 
Guo, Hone, Maiden. MA, United States 
University Of Kentucky Research FouodaUon. 

KY, United States (U.S. corporation) 

NUMBER DATE 



LIO ANSVER 1 07 9 USPATFULL (Continued) 



PATEWT IKFORMATIOWi 
APPLICATION INTO.: 
RELATED APPLN. INFO.: 
15 

continuation>in-part 

DOCUMENT TYPE: 
PRIMARY EXAMINER: 
LEGAL REPRESENTATIVE: 
NUMBER OF CLAIMS: 
EXEMPLARY CLAIM: 
NUMBER OF ORAVINGS: 
LINE COUNT 



US 6051$76 20000418 
US 1997-791071 19970129 (8) 

Continuation of Ser. No. US 1995-388855. filed on 

Feb 1995, now abatwioned which is a 

of Ser. No. US 1994-187462, filed on 28 Jan 1994 
Utility 

MacHillan. Keith D. 
HcDerntott, Vill ( Eoerv 
37 
1 

5 Drawing Figure ts)» 3 Drawing Page(s) 

124 3 » V » # 

CAS INDEXING IS AVAILABLE FOR THIS PATENT. 

linked Jo*""*™' coiaposition of at least two drug compounds covalently 

one another via a labile bond to fora a single codrug composition, 

ionically linked to one another to forn a single workings 
composition, ' 
medica/'^ »«thod3 of use of the codrug for the treatment of various 

^ conditions. The codrug may be administered by itself or in the form 

bioerodible or nonbioerodible substance. 
IT 16S047-14-7P 169047-15-8? 

(codrug compns. for controlled drug delivery) 
RH 16904 7-14-7 USPATFULL ' 

CN Pre9nan-20-one, 21- (2- (2-f luoro(l. 1 • -biphenyl] -4-yl) -l-oxopropo:ryl -17 
hydroxy-3-(phenylmethoxy)-, (3. alpha. , S.beta. ) - (9CI) (CA INDEX ^ 



RN / 16904 7-15-8 USPATFULL 

/ Pregnan-20-one, _ 
3- f (chlorocarbi>nyl) oxy] -21^ (2-f luoro[ 1, 1 • -biphenyl] -4 - 

ylll^l-oxopropoxy^-hydroxy-, (3. alpha. , 5.beta. ) - (9CI) (CA INDEX 




Absolute stereochemistry. 



IT 169047-11-4P IS9047-12-5P 

(codrug corapns. for controlled drug delivery) 
RN 169047-11-4 USPATFULL ' aenvery) 

CN Pregnan-20-one, 

21-[2-(2-fluoro(l.l'-biphenyl]-4-yl)-l-oxopropoxyJ-3-{{t (5- 
fluoro-3,4-dihydro-2.4-dioxo-l{2H) -pyrimidinylj methoxy] carbonyl] oxyj -17- 



ISVER 1 OF 8 USPATFULL (Continued) / , « 

hydroxy-, (3.alpha.,5.beta.)- (9C1) (CA INDhTnAME) ANSWER 1 OF 8 USPATFULL (Continued) 




RH 16904 7-12-5 USPATFULL 
CN Pregnan-20-one, 

21-[2- (2-f luoro[l, 1 ' -biphenyl) -4-yl) -1-oxopropoxy] -3- [ [ (5- 

f luoro-3, 4-dihydro-2, 4 -dloxo-1 (2H) -pyriaidlnyl) carbonylloxyj -17-hydr03cy- 
, (3. alpha., 5. beta.)- (9CI) (CA INDEX NAME) 



Absolute stereochemiBtry. 
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ACCESSION KUMBER: 
TITLE: 



INVEKTOR(S) : 
States 



PATENT ASSIGNEE(S): 



PATENT INFORMATION: 
APPLICATION INFO.: 
REUTED APPLN. INFO. : 
fll«d 

DOCUMENT TYPE! 
PRIMARY EXAMINER: 
ASSISTANT EXAMINER: 
LEGAL REPRESENTATIVE: 
NUMBER 07 CLAIMS: 
QOMPLARY CLAIM; 
NUMBER OF DRAWINGS: 
LIKE COUNT! 



1999:81822 USPATFULL 

Nturc*ctiv« at.roids of ch» androatan* «ixi pr«OM 
serits ' 
Upaaani, Ravindca B., Foothill Ranch, CA, Unit«d 

Fick, David B., Mission Vltjo, CA, United States 
Ho9enlcasip. Derk J., Carlsb«d, CA, United States 
Lan, Nancy C, South Pasadena, CA, United States 
CoCensys, Inc., Irvine, CA, United States (U.S. 
corporation] 



NUMBER 



DATE 



Goldstein & Fox P.L. L.C. 



US S925630 19990720 
US 1996-659192 19960606 (8) 

Continuation-in-part of Ser. No. US 1995-467404, 

on 6 Jun 199S 
UtiUty 
Dees, Jose' G. 
Badio, Barbara 
Sterne, Kessler, 
24 
1 

1 Drawing Figure (s); 1 Drawing Page(s) 

3047 ' ^ ' ' 

CAS INDEXING IS AVAILABLE FOR THIS PATENT. 

AB The invention relates to 3. alpha. -hydroxy, 17- (un) subst: 
derivatives of the androstane series and S.alpha. -hydr 
21 -substituted derivatives of the pregnane series. Thes 

derivatives are 

capable of acting at a recently identified site on the G) 

stress "^"^"""^ excitabiUty in a manner that vill allei 

agents mood disorders that are amenable to G 

(such as depression) and seizure activity. The 8teroid,.derivitives 

^ISTRlir^" invention are those having the general structlHlForobla/ 
wherein R, R.sub.l, R.sub.2, R.sub.3, R.sub.^R.sub. 5. R.J/. 

and R.^.9 and R. sub. 10 are f^irther defined/Kei 

the dotted lines arefcrtqle or double,»boI*~ ' 

androstanes, pregnanA (f ' ^-r^ , . 

norpregnanes (R.sub.4|-H] 
IT 186264-62-OP 186264-76-6' 
(prepn. of neuroacti' 
RN 186264-62-0 USPATFULL 
CN Pregnan-20-one, 3-hydro; 

(3. alpha,, 5. alpha.)- (' 



(herein 



LIO AHSVER 2 OF 8 USPATFULL (Continued) 



RN 186264-33-5 USPATFULL 
CH- Pregnan-20-one, 

21- [ (4-f luorophenyl) thio] -3-hydroxy-3- (methoxyraethyl) - 
(3. alpha. ,5. alpha.)- (9CI) (CA INDEX NAME) 

Absolute stereochenistry. 



LIO ANSWER 2 OF 8 USPATFULL (Continued) 
Absolute stereochesistry. 





RN 186264 - 76-6 USPj 
CN Pregnan-20-one, 
21-1 (<-fluor<vhenyl)si 

/ I Absdlut^si 





IT 1862S4-31-3P 186264-33-5? ie6264-64-2P 
1862n-65-3P ie6264-66-4P 186264-67-5P 
^«4-ei-3P 186264-82-4P 



264"M-3°^SMTrSLj^''* °^ androstane and pregnane series) 

^'n"!?:K°"T' (^thoxynethyl) -21-1 (4-nitcophenyl) thioj 

(3. alpha., 5. alpha.)- (9CI) (CA INDEX NAME) r- ? ' J ^ 

Absolute stereochemistry. 



LIO ANSWER 2 OF 8 USPATFULL (Continued) 

NHe2 




RN 186264-65-3 USPATFULL 

CN Pregnan-20-one, 21-[ [4- (dimethylanino)phenyl] thio) -3-hydroxv-3- 
(methoxymethyl) -, (3.alpha.,5.aipha.)- (9CI) (CA INDEX NAME) 

Absolute stereochemistry. 




RN 186264-64-2 USPATFULL 

CN Pregnan-20-one, 21- [4- (dinethylamino)phenoxy] -3-hydroxy-3-nethyl-, 
(3. alpha., 5. alpha.)- (9CI) (CA INDEX NAME) 



RN 186264-66-4 USPATFULL 
CN Pregnan-20-one, 

3-hytiroxy-3- (nethoxjfmethyl) -21- { (4-nitrophenyl) sulfonyl) -, 
(3. alpha., 5. alpha.)- (9CI) (CA INDEX NAME) 



Absolute stereocheiftistry. 



Absolute stereochemistry. 
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ACCESSION KUMBER: 
TITLE: 

IWVENTOR(S) : 



PATENT ASSIGNEE(S) : 
(U.S. 



90:93264 USPATFULL 

.DELTA. .sup. 9 (11) -angiostatlc steroids 
Aristoff, Paul A., Portag*, HI, United States 
SJmlnick, Harvey I,, Kalamazoo, HI, United States 
tfierenga, Wendell, Kalamazoo, MI, United States 
The Upjohn Coo^jany, Kalamazoo, HI, United States 

corporation) 



PATENT INFORMATION: 
APPLICATIOT INFO.: 
RELATED APPLN. INFO.; 
filed 



US 4975537 19901204 
US 1989-351977 1989051S (7) 
Continuation-in-part of Ser. No. US 1987-87228, 

on 19 Jun 1987, nou abandoned which is a 
continuation-in-part of Ser. Ho. US 1985-790564, 

on 23 Oct 1985, now abandoned which is a 
continuation-in-part of Ser. No. US 1985-811866, 

on 20 Dec 1985, now abandoned 
Utility 

Shah, Hulcund J. 
Ward, Edward C. 

7 
1 

1654 

CAS INDEXING IS AVAILABLE FOR THIS PATEJfT. 

AB Disclosed are . DELTA, . sup.9 (11) -steroids of the formula IJSTRlll 
which 

have been found to be angiostatic and therefore are useful in the 
control of embryogenesis, inflammatory conditions, tumor growth as 

well 

as other abnormalities. 
IT 111245-66-OP 

(formation of, in prepn. of antiangiogenesis agents) 
RN 11124 5-66-0 USPATFULL 
CN Pregn-9(11) -en-20-one, 

21-(benzoyloxy) -6-fluoro-3, 17-dihydroity-16-methyl-, 

(3.alpha.,5.beta.,6.alpha., le.beta.)- (9CI) (OA INDEX NAME) 

Absolute stereochemistry. 



filed 

DOCUMENT TYPE: 
PRIMARY EXAMINER: 
ASSISTANT EXAMINER: 
NUMBER OF CLAIMS: 
EXEMPLARY CLAIM: 
LINE COUNT: 



LIO ANSWER 3 OF 8 USPATFULL (Continued) 




IT 11124S-07-1P 133442-74-TP 

RN llim!?;:i"3sJ;?Sir " °' antiangiogenesis agents) 

CN Pregn-9(ll)-en-20-one, 

21- (benzoyloKy) -6-f luoro-3, 1 7 -di hydroxy- 16- methyl-, 

(3. beta., S. beta. ,6. alpha., 16. beta.)- (9CI) (CA INDEX NAME) 

Absolute stereochemistry. 




RN 133442-74-7 USPATFULL 
CN Prcgn-9(11) -•n-20-one, 

21- (benzoyloxy) -6-f luoro-3, 17-dihydro30f-16-methyl-, 

(S. alpha.. 6. alpha., 16. beta.)- (9CI) (CA INDEX NAME) 



Absolute stereochemistry. 
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ACCESSION NWBER: 76:39285 USPATFULL 

20.b«ta. , 21-Epoxy-3, alpha. -hydro3ry-5. alphi. -pregnanes 
and derivatives thereof 

Phillif^, Gordon Hanley, Veobley, England 
Nevall. Christopher Earle, London, England 
Glazo Laboratories Limited, Greenford, England 
(non-U. S. corporation) 



INVENTOR tS): 
PATENT ASSIGNEE(S): 



NUMBER 



DATE 



PATENT INFORMATION: 
APPLICATION INFO. : 
REUTED APPLH. INFO.: 
Dec 



PRIORITY INFORMATION: 
DOCUMENT TYPE: 
PRIMARY EXAMINER; 
LEGAL REPRESENTATIVE I 
NUMBER OF CLAIMS: 
EXEMPLARY CLAIM: 
LINE COUNT; 



US 3969345^ 19760713 
Uia-W9»S5T315 19750220 (S) 
Division of Ser. No. US 1971-208961, filed on 16 

1971, now patented, Pat. No. US 3882151 

NUMBER DATE 

GB 1970-60065 19701217 
Utility 

Roberts, Elbert L. 
Bacon £ Thomas 



CAS INDEXING IS AVAILABLE FOR THIS PATENT. 

AB The invention provides 3. alpha. -oxygenated pregnane 21-ether3 
possessing 

methyl * '^^""^ group in the 3. alpha. -position) a hydrogen aton or a 

group at the lO-position; a hydrogen aton in the 
17. alpha. -positionj a 

the 9r<^P in the 20-position; and an etherified hydroxyl group in 

21-po3ition. 
IT 38601-34-2P 36601-47-7? 

(prepn. of) 
RN 38601-34-2 USPATFULL 

CH Pregnane-n,20-dione, 21- (4-aiflinopheno)ty) -3-hydroxy-, 
(3. alpha., 5. alpha. )- 

(9CI) (CA INDEX NAME) 

Absolute stereochemistry. 



LIO ANSWER < OF 8 USPATFULL (Continued) 

_^NH2 
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LIO ANSVER 5 OF S 
ACCESSION NUMBER: 
TITLE: 

19-norpregnane 



PATENT ASSIGNEE (S> I 



USPATFULL 

76:29138 USPATFULL 

Anaesthetic steroids of the pregnane and 

series having a sulfur-containing group at the 
21 -position 

Phillipps, Gordon Hanley, tfembley, England 
Lawrence, Robin, Stoke Poges. England 
Newall, Christopher Earle, London, England 
tfright, Michael, Stoke Poges, England 
Glaxo Laboratories Limited, Greenford, England 
(non-U. S. corporation) 

NUMBER DATE 



PATENT INFORMATION: 
APPLICATION INFO.: 
RELATED APPUI. INFO. 
1 May 



PRIORITY INFORMATION; 
DOCUMENT TYPE: 
PRIMARY EXAMINER: 
LEGAL REPRESENTATIVE: 
NUMBER OF CLAIMS: 
EXEMPLARY CLAIM: 

LINE axnrr: 



US 3959260 19760525 

US 1974-488989 19740716 (5) 

Continuation of Ser. No. US 1973-356097. filed on 
1973, now Defensive Publication No. 
NUMBER DATE 



GB 1972-21H5 
Utility 

Roberts, Elbert 
Bacon & Thomas 
22 
1 

1493 



CAS INDEXING IS AVAILABLE FOR THIS PATENT. 

AB Steroid anaesthetics of the pregnane and 19-norpregnane series are 
described, the compounds possessing a 3. alpha. -hydroxy group, a 
17. alpha. -hydrogen atom, a 20-oxo group and at the 21 -position the 
residue of a sulphur nucleophile or a sulphone or sulphoxide 
grouping. 

IT 51086-e7-4P SlO80-e8-5P S1086-89-6P 
91086-90-9P 510e6-99-ep 51087-12-8? 
(prepn. of) 
51086-87-4 USPATFULL 

Pregnane-ll, 20-dione, 21- (benzoylthio) -3-hydroxy-, 
(3. alpha., 5. alpha. )- 

(9CI) (CA INDEX NAME) 

Absolute stereochemistry. 
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RH 61086-88-5 USPATFULL 

CN Pre9n3ne-ll,20-dione, 3-hydcoxy-21-( (2-iodob«nzoyl) thioj 
(3. alpha., 5. alpha.)- (9CI) (CA INDEX HAKE) 

Absolute stereochemistry. 




LIO ANSVER $ OF 8 USPATFULL (Continued) 




RN S1086-90-9 USPATFULL 

CN Pr«gnane-ll,20-dione, 21- [ [2- (ethajtycarbonyl.) benzoyl] thioj -3-hydroxy-, 
(3. alpha., 5. alpha.)- (9CI) (CA INDEX HAHE) 

Absolute stereochemistry. 




61086-89-6 USPATFULL 

Pregnane-11, 20-dione, 3-hydcoxy-21- [ (2-nitcobenzoyl) thio] 
(3. alpha., 5. alpha.)- (9CI) (CA INDEX NAME) 

Absolute stereochemistry. 



RN 51086-99-8 USPATFULL 

CN Pregnane-11, 20-dione, 3-hydro}cy-21- f (2- (methylthio) benzoyl] thio] - 
(3. alpha., 5. alpha.)- (9CI) (CA INDEX NAME) 

Absolute stereochemistry. 



LIO ANSVER 5 OF 8 USPATFULL 



no ANSVER 6 OF 8 USPATFULL 




RN 51087-12-8 USPATFULL 

CN Pregnane-11, 20-dione, 3-hydrojty-21- ( (phenyloethyl) thio] - 
(3. alpha., 5. alpha.)- (9CI) (CA INDEX NAME) 

Absolute stereochemistry. 




ACCESSION NUMBER: 
TITLE: 

6. alpha. -pregnane 



England 

PATENT ASSIGHEE(S) : 



PATENT INFORMATION: 
APPLICATION INFO.: 



PRIORITY INFORMATION; 
DOCUMENT TYPE: 
PRIMARY EXAMINER: 
LEGAL REPRESENTATIVE: 
NUMBER OF CLAIMS: 
EXEMPLARY CLAIM: 
LINE COUNT: 



75:25277 USPATFULL 

Novel 3.alpha.-hydroxysteroids of the 

series 

Phillipps, Gordon Hanley, tfembley, England 
Newall, Christopher Earle, Acton, England 
Cook, Martin Christopher, Chalfont St. Peter, 

Glaxo Laboratories Limited, Greenford, Middlesex, 
England (non-U. S. corporation) 

NUMBER DATE 

US 3883569 



19750513 
19711216 (5) 



NUMBER 



GB 1970-60066 
Utility 

Roberts, Elbert L. 
Bacon ( Thomas 
12 



DATE 
19701217 



846 

CAS INDEXING IS AVAILABLE FOR THIS PATENT. 

Afl Steroids of the 5. alpha. -pregnane series possessing a 

3 . alpha . - hyd r oxy 

group, a 10- hydrogen atom or methyl group, an 11-oxo group, a 

17. alpha. -hydrogen atom, a 20-oxo group, and a group of the formula 

-XR 

at the 21-position wherein -XR represents — OCOR, — OCOOR, --CCOSR 

or 

--OCONHR and R represents (a) a solubilising group containing a 

basic 

nitrogen atom, (b) a nitrobenzyl group <c) a lower alkyl group 

(vhen X 

is not --OC0--) or (d) a halogenoallcyl group. 

The steroids possess anaesthetic properties. 
IT 38392-70-OP 3a3»2-7l-lP 

(prepn. of) 
BN 38392-70-0 USPATFULL 

CN Pregnane-11, 20-dione, 3-hydroity-21-[ [ (4 -nit rophenyl) acetyl] oxy]-, 
(3. alpha., 5. alpha.)- (9CI) (CA INDEX NAME) 



Absolute stereochemistry. 
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33392-71-1 USPATFULL 

Pregnan«-ll, 20-dion«, 21- ( [ t4-aainoph«nyl) ac«tyl] oay] -3-hydro«y-, 
(3. alpha.. S. alpha.)- (9CI) (CA INOEK NAHE) 

Absolute stereochemistry. 




ACCESSION KUKBER: 
TITLBi 

INVEirTOR(S) : 
PATEHT ASSIGNEE (S): 



PATEHT INFORHATIOM: 
APPLICATION INFO.: 



75:23860 USPATFULL 
Chemical conpounds 

Phillipps, Gordon Hanley, Veabley, England 
Nevall, Christopher Earle, London, England 
Glaxo Laboratories Limited, Greenford, Middlesex, 
EnQland (non-U. S. corporation) 



KUHBER 



DATE 



IIS jfla ?j'^T 



18961 
NUHBEB 



PRIORITY INFORMATION: 
DOCUMENT TYPE: 
PRIMARY EXAMINER: 
LEGAL REPRESENTATIVE: 
NUMBER OF CLAIMS: 
EXEMPLARY CLAIM: 
LINE COUNT: 



19750S06 
19711216 (5) 



DATE 
19701217 



GB 1970-60065 
Utility 

Roberts, Elbert L. 
Bacon t Tho&as 
13 
I 

1258 

CAS INDEXING IS AVAILABLE FOR THIS PATENT. 

AB The invention provides 3. alpha. -oxygenated pregnane 21-ethers 
possessing 

a hydroxy group in the 3. alpha. -position; a hydrogen atoa or a 

methyl 

group at the lO-positioni a h^rogen atom in the 
17. alpha. -position! a 

keto group in the 20-po3ition» and an etherified hydroxyl group in 

the 

21 -position. 
IT 38601-34-2P 3BS01-47-7P 

(prepn. of) 
RH 38601-34-2 USPATFULL 

CH Pregnane-ll,20-dione, 21- (4-aiainophenoKy) -3-hydrojty-, 
(3, alpha., 5. alpha. )- 

(9CI) (CA INDEX NAME) 

Absolute stereochemistry. 



LIO ANSWER 7 OF 8 USPATFULL 




RN 33601-47-7 USPATFULL 

CN Pregnane-ll,20-dione, 3- hydroxy- 21 - (phenylmethoxy) - 
(3. alpha., 5. alpha. )- 

(9CI) (CA INDEX NAME) 

Absolute stereochemistry. 




LIO ANSWER 8 OF a 
ACCESSION NUMBER: 
TITLE: 



INVENTOR (S); 
PATEHT ASSIGNEE(S): 



USPATFULL 

72:39193 USPATFULL 

PROCESS FOR PREPARING 17 . alpha. -HYDROXY-20-KETO AND 
17.alpha.,21-DIHyDRaXY-20-KETO PREGNANES AND 
DERIVATIVES AND INTERMEDIATES THEREOF 
Crabbe, Pierre, Mexico City, Mexico 
Velarde, Esperanza, Mexico City, Mexico 
Syntex Corporation, Panama, Panama 



NUMBER 



DATE 



PATENT INFORMATION: 
APPLICATION INFO.: 
RELATED APPLH. INFO. : 
filed 



US 3681410 19720801 

US 1970-62201 19700807 (5) 

Continuation-in-part of Ser. No. US 1969-854742, 



DOCUMENT TYPE: 
PRIMARY EXAMINER: 
ASSISTANT EXAMINER: 
LEGAL REPRESENTATIVE: 
NUMBER OF CLAIMS: 
LINE COUNT: 



on 2 Sep 1969, nov abandoned 
Utility 
Gotts, Levis 
Love, Ethel G. 
Marker; Evelyn K. 
25 
1282 

CAS INDEXING IS AVAILABLE FOR THIS PATENT. 

AB New processes for preparing 17. alpha. -hydroxy- 20-keto and 

17.alpha.,21-dihydroxy-20-keto pregnanes and derivatives thereof, 

vhich 

compounds are useful as progestational and anti- inflammatory 
agents. The 

processes utilize the steps of converting a 
17. alpha. -ethynyl-17.b«ta.- 

acyloxy steroid to the corresponding 17-vinylidene steroid with 

zinc in 

an ethylene glycol ether and oxidizing the 17-vinylidene steroid to 

form 

the corresponding product pregnanes. The novel 17-vinylidene 
compounds 

are useful as intermediates as herein described and are also useful 

anti-androgenic agents. 
IT 3545e-«l-ep 38025-59-9P 

(prepn. of) 
RN 354 58-61-8 USPATFULL 

CN PregnaB-20-one, 3- (acetyloxy)-21-[ (3-chlorob*n2oyl)oxyJ-17-hydroxy', 
(3. beta., 5. alpha.)- (9CI) (CA INDEX NAME) 



Absolute stereochemistry. 



09/321,882 
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RN 36025-59-9 USPATFULL 
CH Pc«gnan-20-one, 

21- 1 (3-'chlorob«n2oyl)oxy] -3, 17-dihydrc>xy-6, le-dimethyl-, 

(3.b«ta.,S.alpha.,6.beta.,16.alpha.)- (9CI) (CA INDEX NAHE) 

Absolute steceochemiatcy. 
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ACCESSION NUMBER: 
OOCWENT NIMBER: 
TITLE: 
androstan* 

INVEKTOR(S) : 
D«rk 

PATENT ASSIGNEE{S): 
SOURCE: 

DOCUMENT TYPE! 
LANGUAGE: 

FAMILY ACC. NUM. COUNT! 
PATENT INFORMATION: 

PATENT NO. 



1999:4S0892 CAPLUS 
131:102428 

Preparation of ncuroactive steroids of tht 
and presnane saries 

Upasaiu, Ravindra B.i Fick, David B.i Hogenkamp, 

J.I Lan, Nancy C. 
Cocansya, Inc., USA 
U.S., 28 pp. 
COOEN: USXXAH 
Pattnt 
English 
2 



Lll ANSWER 1 OF 22 CAPLUS COPYRIGHT 2000 ACS (Continued) 
CN Pregnan-20-one, 3-hydroxy-3-»ethyl-21- {4-rutroph*noxyJ 
(3. alpha., 5. alpha.)- ($CI) (CA INDEX NAME) 

Absolute stereocheaistry. 



KINO DATE 



APPLICATION NO, 



19990720 
19961219 
19980812 



US 1996-659192 19960606 

CA 1996-2223996 19960606 

CN 1996-195360 19960606 

US 1995-467404 19950606 



US 5925630 
CA 2223996 
CN 1190404 
PRIORITY APPLN. INFO. : 

OTHER SOURCE(S)! MARPAT 131:102428 

A6 Neuroactiv* steroids of formula 1 {R - H, NH2, thio, sulfinyl, 
sulfonyl, 

halo, alkoxy, alkyl, alkenyl, alkynyl, otc.i Rl - H, alkyl, alkenyl, 
alkynyl, haloalkyl, aryl, etc.) R2 - H, alkoxy, keto, Me2Ni R3 - 
alkoxy, 

alkenyloxy, aikynyloxy* B4 - H, Me; R5 « H, absent; R6 - H, alkanoyl, 
etc.; R7 - H, halo, OH, alJcoxy, etc.; R8 - H, halo; R9 - H, halo, 
alkyl, 

alkoxy, arylalkoxy. amino; RIO - H, halo, alkyl, OH, alkoxy. CN, 
etc.] art 

prepd. These derivs. are capable of acting at a recently identified 

site 

on the GABA receptor coaplex (GRC) , thereby nodulating brain 
excitability 

in a manner that vili alleviate stress, anxiety, insomnia, nood 
disorders 

that are amenable to GRC-active agents (such as depression) and 
seizure 

activity. Thus, 2-methyl-l-buten-3-yne was added to 17.1 

5.beta.-androstan-3-one to give II. II protected 87.5% ■ 
injected 

with oetrazol from convulsions. 
IT ie62a4-62-0P ie628<-7«-6P 

RL: BAC (Biological activity or effector, except adverse); ' 
(Reactant) ; 

SPN (Synthetic preparation); THU (Therapeutic use); BIOL (Biolj 
study); PREP (Preparation); USES (Uses) 

(prepn. of neuroactive steroids of androstaoe^nd pregnane ^eriesU 
RN 186264-62-0 CAPLUS . i ^ 



IT 186264-31-3P 166264-33-5? 186264-64-2? 
186264-65-3P 186264-66-4? 186264-67-S? 
186264-81-3? 186264-82-4? 

RL: BAC (Biological activity or effector, except adverse); SPN 
(Synthetic 

preparation); THU (Therapeutic use); BIOL (Biological study); PREP 




Lll ANSVER 1 OF 22 CAPLUl 
(Preparation); USES (I 
(prepn. of neuroac&ve' 
RH 186264-31-3 CAPLUS 
CH Pregnan-20-one, 3-hydri 

(3. alpha., 5. alpha.)- (S\l) 

Absolute stereochemistry. 



RN 186264-65-3 CAPLUS 

CN Pregnan-20-one, 21-( [4- (dimethylamino) phenyl] thio] -3-hydroxy-3- 
(nethoxymethyl)-, (3. alpha. ,5. alpha, )- (9CI) (CA INDEX NAME) 

Absolute stereochemistry. 



RN 186264-66-4 CAPLUS 
CN Pregnan-20-one, 

3 -hydroxy- 3- (methoxynethyl) -21- [ (4-nl trophenyl) sulfonyl J - 
(3. alpha., 5. alpha.)- (9CI) (CA INDEX NAME) 

Absolute stereochemistry. 



RN 186264-64-2 CAPLUS 

CN Pregnan-20-one, 21-{4- (dimethylaainojphencxy) -3-hydroxy-3-o«thyl-, 
(3. alpha, ,5. alpha.)- (9CI) (CA INDEX NAME) 



Absolute stereochemistry. 
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KH2 



RH 186264-67-5 CAPUJS 

CN Pr«gnan-20-one, 3-hydroxy-3- (methOKyraethyl) -21- [ (4- (1- 

pyrroUdinyl) phenyl] sulfonyl]-, (3. alpha. , 5. alpha. ) - OCI) (CA INDK 
NAHE) 

Absolute stereochesdstry. 



186264>82-4 CAFWS 

Benzenaminiuia, 4-[ { (2. beta. , 3. alpha. , S. alpha. ) -3-hydroxy-20-oso-2' 
propoxypregnan-21-yl]oxy]-N,N,N-trimethyl-, iodide (9CI) (CA INDEX 




(5) Anonj FR 1437361 1966 CAPLUS 

(6) Anon; FR 14 37361 1966 CAPLUS 

(7) Anon; DE 2156094 1972 CAPUJS 

(8) Anon; GB 1380248 1975 CAPUJS 

(9) Anon; GB 1432135 1976 CAPLUS 
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/all CITATIONS AVAILABLE IN THE RE FORMAT 



Lll ANSWER 2 OF 22 
ACCESSION NUMBER: 
DOCUMENT NUMBER: 
TITLE: 

liquid 



CORPORATE SOURCE: 



PUBLISHER: 
DOCUMENT TYPE: 
LANGUAGE: 



CAPLUS COPYRIGHT 2000 MTS 
1998:741916 CAPLUS 
130:121185 

A method for the determination of steroid 

5. alpha. -reductase activity by high-performance 

chromatography with a fluorescence detect* 
Hayashi, Katsuhiro; Yamakawa, Hidefumi; Kosjifzaka, 
Takuya; Suzuki, Takehiko; Kato, Eiichi; Kj#«no, 
Masayasu; Ohishi, Nobuko; Yagi, Kunio 
Institute of Applied Biochemistry, 
Japan 

J. Clin. Biochem, Nutr. (1998>, 
CODEH: JCBNERi ISSN: 0912-1 
Institute of Applied Biochemia 
Journal 
English 



505-0116, 
113-123 



A method for the detn. of the activity of 



5. alpha. -reductase 



the 




rat ventral prostate has been newly deve^ped. It includes the enzyme 
reaction with cortenolone as a substrate^ and the process of 
derivatization of androgens with fluor^cent agent and their sepn. by 
high-performance liq. chromatog. vithrf luorescence detection:. After 

6.6 in the presence of 100 



-anthroyl nitrile. 
compds. were sepd. 



The resulting 
on an ODS column 



enzyme reaction at 35. degree. 
NADPH, cortexolone and redn. p 
(5. alpha. -pregnane-17. alpha. , 21-dioly 

3,20-dione and 5. alpha. -pregnaiu-3. alpha. , 17. alpha. , 21-triol-20-one} 

were 

derivatized by treatment wit 
fluorescent esters of the i 

using 

841 (vol. /vol.) methanol in/watec as a mobile phase, and the enzyme 
activity was estd. from thrf amts. of the products. The detection 

limit 

was 0.2 pool as an injectijbn amt. of each deriv. The applicability of 
this method was successfully demonstrated in the measurement of the 
inhibition of the 5. alpha? -reductase activity by certain steroids. 
IT 219929-20-lP | 

\t use); SPN (Synthetic preparation); ANST 
[[(Preparation)} USES (Uses) 
□.pha. -reductase substrate and products; 



RL: ARG (Analytical reag* 
(Analytical study); PREP 
(derivatization of & 

method 

for detn. of prostate 

with 

fluorescence detect' 
S. alpha. -reductase, by 

steroids) 
RN 219929-20-1 CAPUJS 

CN Pregnan-20-one, 21-[ (l-anthracenylcarbonyl) oxy] -3, 17-dihydroxy 
(3. alpha., 5. alpha.)- (9CI) (CA INDEX NAME) 



teroid 5. alpha. -reductase activity by HPLC 
and study of inhibition of 



Absolut* stereochemistry. 



09/321, 882 
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REFERENCE CXAmz 
REFERENCE (S) : 
V87, 




fiorsson, S; Pcoc Natl Acad Sci USA 1990, 

^3640 CAPLUS 
' B«lham, J; Biochim Biophys Acta 1969, V187, 

CAPLUS 

Bruchovsky, N; J Biol Cheo 1968. V243, P2012 
CAPLUS 

H) Frederiksen, D; J Biol Chem 1971, V246, P2584 
CAPLUS 

(5) Goto, J; Anal Chin Acta 1983, V147, P397 
"alT CITATIONS AVAILABLE IN THE RE FORMAT 



Lll ANSWER 3 OF 22 CAPLUS COPYRIGHT 2000 ACS 
Absolute steceocheraistry. 



RN 186264-33-5 CAPLUS 
CN Pregnan-20-one, 
21- ( (4-f luorophenyl) thio] -3-hydroxy-3 - (methox^ethylj - 
(3. alpha., 5. alpha.)- (9CI) (CA INDEX NAME) 

Absolute stereochemistry. 




186264-62-0 CAPLUS 
Pre9nan-20-on«, 3-h^ 
(3. alpha., S. alpha.) 



ACCESSION KUKBER: 
DOCUMENT NUMBER: 
TITLE: 

antagonists for 

INVENTOR(S) ! 
PATENT ASSIGNEE (S) : 
SOURCE: 

DOCUMENT TYPE: 
LANGUAGE: 

FAMILY ACC. NUM. COUNT: 
PATENT INFORMATION: 



1998:112239 
128:188632 

Use of GABA agonists and NHQA receptor 

the treatoent of oigraine headache 
Lan, Nancy C. 

Cocensys, Inc., USA/ Lan, Nancy C. 

PCT Int. Appl., 47 pp. 

COOEN: PIXXD2 

Patent 

English 

1 



PATENT NO. 
WO 9805337 



KIND DATE 
Al 19980212 



APPLICATION NO. DATE 

VO 1997-UM3430 19970731 





tf: AL, 


AM, 


AT, 


AU, 


AZ, 


BA, 


BB, 


BG, 


BR, 


BY, 




CH, 


CN, 


CU, 


CZ, 


DE, 


































DK, 


EE, 


ES, 


FI, 


GB, 


GE, 


GH, 


HU, 


IL, 




JP, 


KE, 


KG, 


KP, 


KR 


KZ, 


































LC, 


UC, 


LR, 


LS, 


LT, 


LU, 


LV, 


MO, 


HGJ 


'mk. 


MN, 


MW, 


MX, 


NO, 


NZ 


PL, 


































PT, 


RO, 


RU, 


SD, 


SE, 


SG, 


SI, 


SK, 


iSL, 


TJ, 


TH, 


TR, 


TT, 


UA, 


UG 


US, 


































U2, 


VN, 


YU, 


ZW, 


AM, 


AZ, 


BY, 




K2, 


HD, 


RU, 


TJ. 


TM 








RW: GH, 


KE, 


LS, 


MW, 


SD, 


sz. 


UGjj 




AT, 


BE, 


CH, 


DE, 


DK, 


ES, 


FI 


FR, 


































GB, 


GR, 


IE, 


IT, 


LU, 


HC, 




PT, 


SE, 


BF, 


BJ, 


CF, 


CG, 


CI, 


CM 


GA, 


GN, 


ML, 


MR, 


NE, 


SN, 




TG 




















AU 9739672 




Al 


im 


<i225 




AU 1997-39672 




19970731 





PRIORITY APPLH. INFO.: 
AB Methods are disclose< 



US 1996-22937 19960801 
WO 1997-US13430 19970731 
or treating or preventing migraine headache by 
administering to ar^nimal a GABA receptor agonist (e.g. a neu reactive 
steroid) and/or a^TNMDA receptor antagonist (e.g. a dihydroquinoxaline 
deriv.). Also jusclosed are pharmaceutical compns. and kits for the 
treatment or j?revention of migraine headache. 
166264-31-3^6264-33-5 186264-62-0 
166264-64^ 186264-65-3 166264-66-4 
186264-67^5 186264-76-6 186264-81-3 
186264782-4 186365-72-5 186265-73-6 



203«3r- 
l/e 



64-1 




RL^^BAC (Biological activity or effector, except adverse) f TKU 
(Therapeutic use); BIOL (Biological study); USES (Uses) 

(GABA agonists and NMDA receptor antagonists for migraine headache 
treatment) 
186264-31-3 CAPLUS 
Pregnan-20-one, 3-hydroiry-3- (methoxyoethyl) -21- [ (4-nitrophenyl) thio} 
(3. alpha., 5. alpha.)- (9C]) (CA INDEX NAME) 
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N02 




RN 186264-64-2 CAPLUS 

CN Pregnan-20-one, 21- [4- (diraethylaiiu.no)phenoxy] -3-hydroxy-3-methyl- 
(3. alpha., 5. alpha.)- (9CI) (CA INDEX NAME) 

Absolute stereochemistry. 




3-methyl-21- (4-nitrophenoxy) - 
(9CI) (CA INDEX NAME) 



RN 186264-65-3 CAPLUS 

CN Pregnan-20-one, 21-{ [4- (dimethylamino) phenyl] thio] -3-hydroxy-3- 
(methoxy^ethyl) -, (3. alpha., 5. alpha.)- (9CI) (CA INDEX NAME) 

Absolute stereochemistry. 



Absolute stereochemistry. 
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BK 186264-66-4 CAPLUS 
CS Pregnan-20-one, 

3-hydroxy-3- (nethoxyiaethyl) -21-( <4-nitrophenyl) sulfonyll- 
(3. alpha., 5. alpha.)- (9C1) (CA INDEX MAKE) 

Absolute stereochemistry. 





BH 186264-76-6 CAPLUS 
CN Pcegnan-20-one, 
21- [ (4-fluorophenyl)»ulfonyl)-3-hydroxy-3- (ntfthoxyraethyl) - 
, (3. alpha. ,5. alpha.)- ($C1) (CA INDSX MAKE) 

Absolute stereochemistry. 




RN 186264-67-5 CAPLUS 

CN Pregnan-20-one, 3-hydrojry-3- (methoxynethyl) -21- [ [4- (1- 

pyrrolidinyl)phenyl]sulfor»yl]-, (3. aipha. , 5. alpha. ) - (9CI) (CA INDEX 
NAME) 

Absolute stereochemistry. 



rBN 186264-81-3 CAPLUS 
CN Pregnan-20-one, 21- [ (4-aniinophenyl) thio] -3-hydroxy-3- (raethoxymethyl) - 
(3. alpha.. S. alpha.)- (9CI) (CA INDEX NAHE) 

Absolute stereochemistry. 
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^NH2 




186264-32-4 CAPLUS 
Benzenaminiun, 4- [ [ (2. beta/, 3. alpha. , 5. aipha. ) -3-hydroxy-20-oxo-2- 
propoirypre9nan-21-yl]oxy]'^N,N,N-trimethyl-, iodide (9CI) (CA INDEX 



Absolute stereochemistry, 




RN 18jS26S-72-S CAPLUS 
CN Pf*e9nan-20-one, 

3-hydnMty-3-{methoxymethyl) -21- [ (4-nitrophenyl) sulfinyl] -, 
/[3. alpha.. S. alpha.)- (SCI) (CA INDEX NAME) 

Absolute stereochemistry. 
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^N02 




RN 186265-73-6 CAPLUS 
CN Benzenaminium, 

4-[ t (3.alpha.. S.alpha. )-3-hydroxy-3-methyl-20-ojtopregnan-21- 
yi)o!ty]-N,N,N-trimethyl-, iodide (9CI) (CA INDEX NAME) 

Absolute stereochemistry. 




RN 203714-64-1 CAPLUS 

CN Pregnan-20-one, 21- [4- (diBethylamino)phen03ty] -3-hydroxy-2-propoxy-, 
(2. beta.. 3. alpha., 5. alpha.)- (9CI) (CA INDEX tUHE) 

Absolute stereochemistry. 



09/321, 882 
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Lll ANSWER i or 22 
ACCESSION NUMBER: 
DOCUMENT NUMBER: 
TITLE! 
androstan* 

INVENTOR(S) : 
D«rk 

PATENT ASSIGNEE (S) : 



DOCUMENT TYPE: 
LANGUAGE: 

FAMILY ACC. NUM. COUNT: 
PATENT IHFORKATIOT: 

PATENT NO. K 



CAPLUS COPYRIGHT 2000 ACS 
1997:113460 CAPLUS 
12€:13169S 

Preparation of ncuroactiv* attroids of the 
and pregnane series 

Upasani, Ravindra B.; Fick, David B.j Kogenkanp. 

J. I Lan, Nancy C. 
Cocensys* Inc., USA 
PCT Int. Appl., 94 pp. 
CODES: PIXXD2 
Patent 
English 
2 



VO 9640043 
VO 9640043 
V: AL, 



A2 19961219 
A3 19970327 
AT, AU, A2, BB, BG, BR, BY, CA, 



CH 1996-195360 
BR 1996-8592 
JP 1996-502210 
NO 1997-5608 
FI 1997-4448 
US 1995-467404 
VO 1996-US10115 



of 



ANSWER 4 OF 22 CAPLUS COPYRIGHT 2000 
amino/ RIO - H, halogen, 01 
prodrugs, due to their ability! 
ionophore complex. These deri' 
identified site on the GRC, the' 
manner that vill alleviate str^ 

are amenable to GRC- active age: 
activity. Thus, 2-niethyl-l-buten\: 
S.beta. -androstan-3-one to giv 




APPLICATION NO. DATE 
WO 1996-US10115 19960606 

CN, CZ, DE, DK, 
KR, KZ. LK, LR, 
PL, PT, I«>, RU, 

ES, FI, FR, GB, 

BF, BJ, CF, CG, CI, CM, GA, GN 
CA 1996-2223996 19960606 
AU 1996-61725 19960606 
EP 1996-919372 19960606 

LI, LU, NL, SE, KC, 



19960606 
19960606 
19960606 
19971204 
19971205 
19950606 
19960606 



MAR? AT 126:131695 
Compds. of forntula I [R - H, NH2, thio, sulfinyl, sulfonyl, halogen, 
alkoxy, alkyl, etc.» Rl - H, alkyl, alkenyl, alkynyl, aryl, etc.* R2 

OH, alkoxy, alkanoyloKy, carbalkoxy, keto, aminoj R3 - H, alkoxy, 
alkenyloity, etc./ R4 - H, alkyl; R5 - H, absent; R6 - H, alkanoyl, 
aninocarbonyl, alkoxycarbonyli R7 - H, halogen, OH, alkoxy, 
alkanoyloxy, 

carbalkoxyi R8 - H, halogen/ R9 - H, halogen, alkyl, alkoxy, 
arylalkoxy. 
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N02 



t depcSVtsion) anoSeizure 
t was adoeoVto 17.beta\-inethoxy- 
(10 B|5/kg\p) protected 87. 5t 



/except adverse)/ RCT 



mice injected with oetrazol fi 
IT 186264-31-3? 186264-62-07 186264 

RL: BAC (Biological activity or effector, 
(Reactant) / 

SPN (Synthetic preparation)/ THU (Thera^utic use)/ BIOL (Biological 

study)/ PREP (Preparation); USES (Uses; 

(prepn. of neuroactive androstanes ^nd pregnanes) 
RH 186264-31-3 CAPLUS 
CN Pregnan-20-one, 3-hydroxy-3- (methoxypethyl) -21-{ (4 -nit r ©phenyl) thio] 

(3. alpha., 5. alpha.)- (9CI) (CA IND§5t NAME) 

Absolute stereochemistry. 





RH 186264-76-6 CAPLUS 
CN Pregnaft-20-one, 

21- [ (4-fluorophenyl)sulfonylJ -3-hydroxy-3- (nethoxyioethyi) - 
, (3. alpha., 5. alpha.)- (9CI) (CA INDEX NAME) 

Absolute stereochemistry. 




3-methyl-21- (4-nitrophenoxy) - 
) (CA INDEX NAME) 



IT 



1862S4-29-9P 186264-33-5P 186264-64-2P 
1862S4-6S-3P 186264-6S-4P 186264-67-5? 

186264- 8 1-3P 186264-83-4P 186265-72-5P 

186265- 73-6? 

RL: BAC (Biological activity or effector, except adverse}; SPN 
(Synthetic 

preparation); THU (Therapeutic use); BIOL (Biological study); PREP 
(Preparation); USES (Uses) 

(prepn. of neuroactive androstanes and pregnanes) 
RN 186264-29-9 CAPLUS 

CN Pregnan-20-one, 21- [ (4-aiainq3henyl) thioj -3-hydroxy-, 
(3. alpha., 5. alpha. )- 

(9CI) (CA INDEX HAMS) 



09/321, 882 
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Absolut* 3C«r*och*ai9tfy. 
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RN 18626<-33-5 CAPLUS 
ON Pc«gnan-20-one, 

21-( (4-fluocophenyl) thio] -3-hydcosy-3- (nethoxymethyl) 
(3. alpha., 5. alpha.)- (^D (CA INDEX HAHE) 

Absolute sterecx: hernia try. 



RN 186264-67-5 CAPLUS 
CN Pregnan-20-onA, 3-hydroKy-3- (raethoxymethyl) -21- ( (4- (1- 

pyrrolidinylj'phenyljsulfonyll-, (3. alpha. ,5. alpha.)- (9CI) (CA INDEX 

NAME) ^ 

Absolute steceocheiaistry. 




RN 186264-81-3 CAPLUS 

CN pregnan-20-one, 21- [ (4-arai nophenyK thlo] -3-hydroxy-3- (oethojcymethyl) - 
( 3. alpha., 5. alpha. »- (9CI) (CA INDEX KAPtE) 

Absolute stereochemistry. 




186264-65-3 CAPLUS 

Pregnan-20-one, 21-[ {4 y(&methylamino)phenyl] thiol -3-hydcoKy-3- 
(oethosysethyl)-, (3..^pha. , S. alpha. } - (9CI) (CA INDEX HAHE) 

Absolut/ a te refKmemisjtr — 



RH 186264-66-4 CAPLUS 
CH Pregnan-20-one, 

3 -hydroxy- 3- (nethoxymethyl) -21- { (4-nitrophenyl) sulfonyl) - 
(3. alpha., 5. alpha.)- (9CI) (CA INDEX NAME) 
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RN 186264-82-4 CAPLUS 
CN Benzenaminium, 4-{{ (2.beta. ,3.alpha. , 5. alpha. ) -3-hydroity-20-oxo-2- 
pcopoicypregnan-2l-yl]oicy] -N,H,N-trimethyl-, iodide (9CI) (CA INDDt 

HAHE) 

Absolute stereochemistry. 




RN 186265-72-5 CAPLUS 
CN Pregnan-20-one, 

3-hydroxy-3- (methojtynethyl) -21- [ (4-nitrophenyl) sulfinyl] 
(3. alpha., 5. alpha.)- (9CI) (CA INDEX NAHE) 



Absolute stereochemistry. 



09/321,882 
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RH 186265-73-6 CAPLUS 
CN B«nz«naminiura, 

4- [ { (3. alpha. , S. alpha. ) -3-hydrosy-3-iMthyl-20-osopre9nan-21- 
yl]oxy]-N,N,N-triBiethyl-, iodide (9CI) (CA INDEX NAHE) 

Absolute stereochemistry. 



N+Me3 




1996:616744 CAPLUS 
126:8374 

The Total Synthesis of a Natural Cardenolide: 

-Oigitoxi^enin 
Storlc, Gilbert; West. Fcedj Lee, He* Yooni Isaacs, 
Richard C. A.; Hanabe, Shino 

Departxaent of Chemistry, Coluiabia University, Nev 
York, NY, 10027, USA 

J. Am. Chem. Soc. (1996), 118(43), 10660-10661 
OODEN: JACSAT; ISSN: 0002-7863 
American Cheedcal Society 
Journal 
EnQlish 

CASREWrr 126:8374 

AB The authors report the total synthesis of natural (t) -digitoxigenin 
(I), 

the biol. active cardenolide vhich, as its trisacchacide deciv. 
digi toxin, 

is one of the most frequently used of the active principles isolated 

from 

Digitalis species. I was prepd. from chiral decalone II via 
octahydrophrenanthrenone III (TBS - He3CSiMe2) and steroidal aldehyde 



ACCESSION NUKBER: 
DOCUHEKT NUMBER: 
TITLE: 



CORPORATE SOURCE: 

SOURCE: 

PUBLISHER: 
DOCUMENT TYPE: 
LANGUAGE: 
OTHER SOURCE tS) : 



IV. 
IT 



ie3615-75-0P 

RL: RCT (Reactant) i SPN (Synthetic preparation); PREP (Preparation) 
(total synthesis of (+) -digitoxigenin from (S) -Wieland-Hiescher 
ketone) 

RN 18361S-7S-0 CAPLUS 
CN Pregnan-20-one, 

3- [ [ (1, l-dimethylethyl)dimethylsilyl] oxy] -14-hydroxy-21- 

(phenylmethoxy)-, (3. beta. ,5. beta., 14. beta.) - (9CI) (CA INDEX NAME) 

Absolute stereochemistry. Rotation (-t^) . 
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ACCESSION NUMBER: 
DOCUMENT NUMBER: 
TITLE: 

INVENTOR(S): 

PATENT ASSIGNEE (S) : 
SOURCE: 

DOCUMENT TYPE: 
LANGUAGE: 

FAMILY ACC. NUM. COUNT: 
PATENT INFORMATION! 



1995:858705 CAPLUS 
123:266118 

Cod rugs as a method of controlled drug delivery 

Ashton, Paul; Crooks, Peter Anthony; Riggs, Robert 

Hack; Cynkowski, Tadeusz) Cynkovska, Grazyna 

University of Kentucky Research Foundation, USA 

PCT Int. ^^pl., 57 pp. 

CODEN: PIXXD2 

Patent 

English 

6 



PATENT NO. 



KIND DATE 



WO 9520567 



Al 19950803 



APPLICATION NO. DATE 

WO 1994-US1659 19940217 



AU, CA, JP 



RV: AT, 
CA 2182228 
AU 946254 6 
AU 705226 
EP 740650 



BE, CH, DE, DK, ES, FR, GB, CR, IE, IT, LU, 



AT, BE, 
PT, SE 

JP 09509151 
US 6051576 
PRIORITY APPLN. INFO. 



19950803 
Al 19950815 
B2 19990520 
Al 19961106 
CH, DE, DK, ES, FR, 



CA 1994-2182228 
AU 1994-62545 



MC, NL, PT, 
19940217 
19940217 



EP 1994-909643 19940217 
B, GR, IE, IT, LI, LU, MC, NL, 



T2 



19970916 
20000418 



JP 1994-520023 
US 1997-791071 
US 1994-187462 
WO 1994-US1659 
US 1995-388855 



19940217 
19970129 
19940128 
19940217 
19950215 



of 



A cod rug compn. of at least two drug con?xls. covalently linked to one 
another via a labile bond to form a single codrug coa^n., and methods 



use of the codrug for the treatment of various medical conditions are 
disclosed. The codrug may be administered by itself or as a 
bioerodible 

or nonbioerodible dosage form, such as injection, liposome, 
suspension, 

microsphere, nanoparticle. ointment, transdermal patch, etc. 
IT Ifi9047-14-7P 189047-15-eP 

RL: RCT (Reactantji SPN (Synthetic preparation); PREP (Preparation) 
(codrug corapns. for controlled drug delivery) 
RN 169047-14-7 CAPLUS 

CH Pregnan-20-one, 21- [2- (2-f luoro( 1, 1* -biphenyl) -4-yl) -l-oxopropojcy3 *17- 
hydroxy-3-(phenyl«ethoxy)-, (3. alpha. , 5, beta. ) - (9CI) (CA INDEX NAME) 

Absolute stereochemistry. 




RN 169047-15-8 CAPLUS 
CN Pregnan-20-one, 

3-[ (chlorocarbonyl)oxy] -21- (2- (2-f luoro[l, 1' -biphenyll -4- 

yl)-l-oxopropoxyl-17-hydroxy-, (3. alpha. , 5. beta. ) - (9C1) (CA INDEX 

NAHE) 

Absolute stereochemistry. 




IT 169047-11-4P 169047-12-5P 

RL: SPN (Synthetic preparation); THU (Therapeutic use); BIOL 
(Biological 

study); PREP (Preparation); USES (Uses) 

(codrug coapns. for controlled drug delivery) 
RN 169047-11-4 CAPLUS 
CN Pre9nan-20-one, 

21-[2-(2-fluototl,l'-blphenylJ-4-yl)-l-03[opropoxy]-3-{l[(5- 

fluoro-3,4-dlhydro-2,4-dioxo-l (2H) -pyrinidinyl)metho«y]carbonyl]oxy) -17- 
hydroxy-, (3. alpha. , 5. beta.) - (9CI) (CA INDEX NAHE) 
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F 




BH 169047-12-5 CAPLUS 
CH Pregnan-20-one, 

21- [2- (2-fluoroll, l'-biphenyl)-4-yl) -l-oxopropoxy] -3-1 [ (5- 

fluoro-3,4-dihyciro-2,4-dioxo-l (2H) -pyrinidinyl) carbonyljoxy] -17-hydroKy-, 
(3. alpha. ,5. beta.)- {9CI) (CA INDEX NAME) 

Absolute stereochemistry. 
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ACCESSION NUMBER: 
DOCUMENT NUMBER: 
TITLE: 

derivatives as 

INVENTOR(S) : 

PATENT ASSIGNEE (S) : 

SOURCE: 

87,228, 



DOCUMENT TYPE: 
LANGUAGE: 

FAMILY ACC. NUM. COUNT: 
PATENT INFORMATION: 



1991:18S8S1 CAPLUS 
114:18S8S1 

Preparation and fornulation of pregnane 
aotiangiogenesis agents 

Aristoff, Paul A.; SJculnick, Harvey I.i tfierenga, 
Wendell 

Upjohn Co., USA 

U.S., 17 pp. Cont. -in-part of U.S. Ser. Ho. 

abandoned. 
CODEN: USXXAM 
Patent 
English 



PATENT HO. 



US 4975537 
PRIORITY APPLN. INFO. : 



KIND DATE 
A 19901204 



APPLICATION NO. DATE 

US 1989-351977 19890515 

US 1985-790564 19851023 

US 1985-811866 19851220 

US 1987-87228 19870619 



OTHER SOURCE (S): MARPAT 114:185851 

AB Title steroids I [Rl - .beta. -Me, .beta.-Eti R2 - H and R3 - 0, OH, 
alkoxy, alkanoyloxy, (un) substituted aroyloxy, aralkancyloxy, 
heteroaroyloxy, carbamoyloxy, aryloxycarbonyloxy, alkoxycarbonyloKy; 

R2 - 

.alpha. -CI, R3 - .beta.-Cli R2R3 - O, bond; R2 - .alpha. -F, R3 - 
.beta. -OH; R4 - H, Me, CI, Fi R5 - H, OH, F, CI, Br, Me, Ph, CH:CH2, 
CH2CH!CH2; R6 - H, Me) R9 - H, OH, Me, F, CH2i RIO - H, OH, Hei R9R10 

bond* R12 - Hi R13 - OH, O, OP(0)tOH)2, 02C(CH2) nC02H» n - 2-6; R14 - 

Hi 

R12R14 • bond; R15 - O, H(OH); R23 - OH or various derivs.; R10R23 - 
. alpha. -OP (0) (OH) 0; various specific provisos and excluded coopds.] 

are 

prepd. as antiangiogenic agents. Dropwise addn. of 0.68 dL distd. 

pyrophosphoryl chloride to 1.65 g 
6. alpha. -fluoco- 17,21 -di hydroxy- 16. beta. - 

iDethyl-3, 20-dioxopregna-4,9(ll)-diene in THF at -35. degree, gave 
91.5% of 

the corresponding 21-phosphate deriv. (II). At 50 .ou.g/lO .ou.L 
polyneric vehicle in chick embryos and in the presence of a similar 

amt. 

of heparin, II inhibited angiogenesis by 58% of control. An 
injectable 

soln. contained 155 rag II.2Na and dil. NaOH (to pH 5.3) in sterile 
H20 to 

1 nL. 
IT 11124S-68-0P 

RL; FORM (Formation, nonpreparatlve) ; SPN (Synthetic pcepacation) ; 

PREP 

(Preparation) 

(formation of, in prepn. of antiangiogenesia agents) 
RN 111245-66-0 CAPLUS 
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CN Pregn-9(ll)-en-20-one, 

21- (benzoylOKy) -6-f luoco-3, 17-dihydrojiy-16-methyl-, 

(3.alpha.,5.beta.,6.alpha.,16.beta.)- (9CI) (CA INDEX NAME) 

Absolute stereochemistry. 




IT lll245-«T-iP 133442-74-7P 

RL: RCT (Reactant) i SFH (Synthetic preparation); PREP (Preparation) 
(prepn. and reaction of, in prepn. of antiangiogenesis agents) 
RN 111245-67-1 CAPLUS 
CN Pregn-9(ll)-en-20-one, 

21-(benzoyloxy) -6-fluoro-3, 17-dihydroxy-16-nethyl-, 

(3. beta., 5. beta., 6. alpha., 16. beta.)- (9CI) (CA INDEX NAME) 

Absolute stereochemistry. 




RN 133444-74/7 CAPLUS 
CH PregnWiil) -en-20-one, 

21- (benzoyloxy) -6-fluoro-3, 17-dihydroxy-16-i»ethyl-, 

(5.«lpha.,6.«lpha.,16.b«ta.)- (9CI) (CA INDEX KAKB) 

Absolute stereochemistry. 
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ACCESSION KUMBER: 
DOCUHENT HUHSER: 
TITLE: 

their 

IHVEHTOR(S}: 

PATENT ASSIGNEE(S): 
SOURCBi 

DOCUMENT TYPE: 
LANGUAGE: 

FAMILY ACC. HUM. COUNT: 
PATENT INFORMATION: 



1987:617933 CAPLUS 
107:217933 

Pcegnene derivativta as ertgiostatic agents, their 
pheraaceutical forouletions, and processes for 

preparation 

Aristoff, Paul A.; Skultiictc, Harvey l.i Vierenga, 
Wendell 

Upjohn CO. , USA 

PCT Int. Appl., S3 pp. 

COOEHi PIXX02 

Patent 

English 

2 



PATENT NO. 
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the corresponding 21-phosphato declv. (II). At 50 .mu.g/nlO .nu.L 
polymeric vehicle in chick embryos and in the presence of a similar 

aat. 

of heparin, II inhibited angiogenesis by 581 of control. An 
injectable 

soln. contained 155 mg II.2Na and dil. NaOH (to pH 5.3) in sterile 
H20 to 

1 mL. 

IT 11I245-66-0P 111245-67-lP 11124S-6e-2P 
111245-69-3P 

RL: SPN (Synthetic preparation)! PREP (Preparation) 
(prepn. of, as antiangiogenic agent) 
RN 111245-66-0 CAPLUS 
CN Pregn-9(ll)-en-20-one, 

21- (benzoyloxy) -6-f luoro-3, 17-dihydroxy-16-Bethyl- 

(3. alpha. ,5, beta. ,6. alpha. ,16. beta.)- (9CI)^(CA INDEX NAME) 

Absolute stereochemistry. 




RN 11124 5-67-1 CAPLUS 
CN Pregn-9;Al) -en-20-one, 

21- (benzoylbxy) -6-f luoro-3, 17-dihydroKy-16-methyl-, 

(3. be'ta., 5. beta., 6. alpha., 16. beta.)- (9CI) (CA INDEX NAME) 



il 8ter< 



eochemistry. 



^ ^ff; JP. US, 



KIND DATE 
Al 19870507 



APPLICATION HO. DATE 

WO 1986-US2189 19861016 



RW: AT, BE, CH, DE, FR, GB, IT, 



EP 


221705 


Al 


19870513 


EP 


1986-308031 


19861016 




R: AT, 


ES, OR 










EP 


245357 


Al 


19871119 


EP 


1986-506631 


19861016 


EP 


245357 


SI 


19910807 










R: BE, 


CH, DE, FR, 


GB, IT, LI, 


Ul, NL, SE 




JP 


63S01292 


T2 


19880519 


JP 


1986-505818 


19861016 


JP 


2545522 


B2 


19961023 








AT 


66002 


E 


19910815 


AT 


1986-906631 


19861016 


ES 


2041245 


T3 


19931116 


ES 


1986-906631 


19861016 


PRIORITY APPLN. 


INFO. : 




US 


1985-790564 


19851023 










US 


1985-811866 


19851220 










EP 


1986-906631 


19861016 










WO 


1986-US2189 


19861016 



AB Title steroids I {Rl - .beta. -He, .beta.-EtJ R2 - H and R3 - 0, OH, 
alkosy, aDcanoyloxy, (un) substituted aroyioxy, aralkanoyloxy, 
heteroaroyloxy, carbanoyloxy, aryloitycarbonyloxy, alkoKycarbonyloxyj 

R2 - 

.alpha. -CI, R3 - .beta.-Cl» R2R3 - 0, bond; R2 - . alpha. -F, R3 - 
.beta. -OH; R4 - H, He, CI, Fi R5 - H, OH, F, CI, Br, Me, Ph, CH:CH2, 
CH2CH:CH2i R6 - H, He; R9 - H. OH, Me, F, CH2j RIO - H, OH, Mei R9R10 

bond; R12 - H; R13 - CH, O, 0P(0) (OH) 2, 02C(CH2) r>C02H/ n - 2-6; R14 - 

H; 

R12R14 - bondj R15 - O, H(OH); R23 - OH or various derivs. ;J110R23 - 
. alpha. -0?(0) (OH) Oi various specific provisos and excluded'eompds. ] 

are ^.^-'''''''^ 

prepd. as an ti angiogenic agents. Dropwise add^w'Sf 0 . 68 mL distd. 
pyrophosphoryl chloride to 1.65 g 
6.alpha.-fluoro-17,21-dihydroxy-16.beta.- 

methyl-3,20-dioxopregna-4,9(ll) -^efJe in THF at -35. degree, gave 
91.51 of 
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RN 111245-^68-2 CAPLUS 
CH Pregn-9 (ll)-en-20-one, 

21- (benzoyloxy) -6-f luoro-3, 17-dihydroxy-16-Bethyl-, 

(3. alpha., 5. alpha., 6. alpha., 16. beta.)- {9CI) (CA INDEX NAME) 

Absolute stereochemistry. 




RN 111245-69-3 CAPLUS 
CH Pregn-9 (11) -en-20-one, 

21- (benzoyloHy) -6-f luoro-3, 17-dihydroxy-16-methyl-, 

(3. beta., 5. alpha., 6. alpha., 16. beta.)- (9CI) (CA INDEX NAME) 



Absolute stereochemistry. 
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TITLE: 

INVENTOR (S) : 
Earl«i 

PATENT ASSIGNEE (S) : 
SOURCE: 

DOCUMENT TYPE: 
LANGUAGE: 

FAMILY ACC. NUM. COUNT: 
PATENT INFORMATION: 



PATENT NO. 


KIND 


DATE 


DE 


2162592 


A 


19720706 


BE 


776787 


Al 


19720616 


NL 


7117250 


A 


19720620 


FR 


2118119 


AS 


19720728 


FR 


2118119 


Bl 


19751128 


AU 


7136960 


Al 


19730621 


US 


3883569 


A 


19750513 


CA 979885 


Al 


19751216 


ZA 


7108464 


A 


19730829 



1972:502035 CAPLU5 
77:102035 

3. alpha. -Hydroxy-5. alpha. -pragnant- 11, 20-dioft«8 
Phillipps, Cordon Ranleyi Naval 1, Christophar 

Cook, Martin Christophar 

Glaxo Laboratorias Ltd. 

Gar. Offen., 35 pp. 

CODEN: 6VXXBX 

Patant 

Ganun 

1 



APPLICATION NO. DATE 
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^N02 



DE 1971-2162592 
BE 1971-111747 
NL 1971-17250 
FR 1971-45227 

AU 1971-36960 
US 1971-208985 
CA 1971-130274 
ZA 1971-8464 
GB 1970-60066 



19711216 
19711216 
19711216 
19711216 

19711216 
19711216 
19711216 
19711217 
19701217 




PRIORITY APPLN. INFO.: 
AB SiKteen 3.alpha.-hydroxy-ll,20-dioxo-5.alpha.-pragnan-21-yl estara 
(I, R - 

H, Me0» Rl - 02CCH2C6H4NH2-P, nicotinoyloxy, 02CCH2C1, 02CCH2I, 
02CCH2NMe2, norpholinoacetoio^, 4-o«thyl-l-pipecazinylacatoxy, 0C02Et, 
02CCH2NH2, 02CCH2NEt2, 02Cai2C6H4N02-p) ware prapd. by bromi nation of 

I (R 

- H, MeOi R - H) at the 21 position followed by reaction with the 
corresponding acid. Thus, I (R - Rl - H) in MeOH was treated with Br 



RN 38392-71-1 CAPLUS 

CN Pregnane-ll,20-dione, 21-{ I (4-arainophenyl) acetyl] oxy] -3-hydroxy-, 
(3. alpha., 5. alpha.)- (9CI) (CA INDEX NAME) 

Absolute stereochemistry. 



the presence of AcCl to give I (R - H, 

P-02HC6H4CH2C02H to give I (R - H, Rl 
IT 38392-70-0? 38382-71- IP 

RL: SPN (Synthetic preparation)* PREP (Preparation) 
(prepn. of) 
RH 38392-70-0 CAPLUS 

CN Pregnane-ll,20-dione, 3-hydroxy-21-I [ (4-nitrophenyl) 
(3. alpha., 5. alpha.)- (9CI) (CA INDEX NAME) 

Absolute stereochemistry. 



Ll - Br), which reacted with 
02CCH2C6H4N02-P) . 




Lll ANSWER 18 OF 22 CAPLUS COPYRIGHT 2000 ACS 



ACCESSION NUMBER: 
DOCUMENT NUMBER: 
TITLE: 

progestational 



INVENTOR (S) ! 
PATENT ASSIGNEE(S) : 
SOURCE: 

DOCUMENT TYPE; 
LANGUAGE: 

FAMILY ACC. NUM. COUNT: 
PATENT INFORMATION: 

PATENT NO. 



1972:141212 

76:141212 

Intermediates 



and process for preparing 



and antiinflamnatory 17. alpha. -hydroxy- and 

17.alpha., 21-dihydroxy-20-oxo pregnanes and their 

derivatives 

Fried, John H. 

Syntex Corp. 

U.S., 11 pp. 

CODEN; USXXAM 

Patent 

English 
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RN 36025-59-9 CAPLUS * 
CN Pregnan-20-one, 

21- [ (3-chlorobenzcyl) oxy] -3, 17-dihydroxy-6, 16-din>ethyl-, 

(3. beta., 5. alpha. .6. beta. ,16. alpha.}- (9CI) (CA INDEX NAME) 

Absolute stereochemistry. 



KIND DATE 



US 3637670 



19720125 



APPLICATION NO. DATE 



US 1969-854746 19690902 



in 



II {R 



The title pregnanes were prepd. by treating 17-oxoandrostanes with 
Ph3P:CH2 (I), converting the 17-methyleneandrostanes obtained to 
17-spiroandrostanes with a dihalocarbene, converting these to 
17-vinylid«ne-androstanes, and oxidizing the latter. Thus, 
5. alpha. -androstan-3. beta. -ol-17-on9 [II, R - H, (R1R2) - O] with : 
C6H6-Me2S0 14 hr at 85. degree, gave II [R - H, (R1R2) - CH2] , which on 
refluxing with CHBr3-KOCMe3 in Me3C0H-C6H6 gave 11 (R - H, (R1R2) - 
CBr2CH21. This was treated with BuLi in Et20 at -10. degree, to give 

(R1R2) - C:CH2], which was acetylated to give II [R - Ac, (R1R2) 

C:CH2] (III). Ill was oxidized with Os04 in pyridine 10 days at room 

temp, to give II (R - Ac, Rl - OH, R2 - H0CH2C0) . 
IT 35458-61-eP 36025-59-SP 

RL: SPN (Synthetic preparation); PREP (Preparation) 
(prepn. of) 
RN 35458-61-8 CAPLUS 

CN Pregnan-20-one, 3- (acetyloxy) -21- [ (3-chlorobenzoyl) oxy] -17-hydroxy-, 
(3. beta., 5. alpha.)- (9CI) (CA INDEX NAME) 

Absolute stereochemistry. 
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ACCESSION NIMBER: 
OOCUMEHT NUMBER: 
TITLE: 

AUTHOR (S) ; 
P.; 



1972:46379 CAP LOS 
76:46378 

Two* step synthtsia of th« prv^nanv and cortlcoid 
9id«chairt9 

Bioilaz, H.; HaefUger. V.i Velarde, E.i Crabbe, 



CORPORATE SWRCE: 
SOURCE: 



DOCUMENT TYPE: 
LANGUAGE: 



Fried, J. H. 

Res. Lab., Syntes, S. A., Heitico D. F., Hex. 
a. Chem. Soc. D. (1971), (21), 1322-3 
CODEN: CCJDAO 
Journal 
Enslish 

AB 17. alpha. -Ethynyl-3. beta., 17. beta. -dlacetoxy-5. alpha. -androstane vas 

reduced with Zn dust in cefluxin? anhyd. diglyne to give 861 the 
allene 

(I). I reacted with 0304-pyridine in benzene, followed by cleavage 
of the 

osnate ester (Na2S03-KHC03) , to give 531 17. alpha. , 21-diol (11). I 
reacted with excess m-chloroperbenzoic acid in CHC13 buffered with 
Ha2HP04 

to give a pregnane-3.beta. , 17. alpha. -diol on hydrolysis. 
IT 35458-61-8P 

RL: SPH (Synthetic preparation); PREP (Preparation) 
(prepn. of) 
RN 35458-61-8 CAPLUS 

CH Pregnan-20-one, 3- (acetyloxy) -21- f (3-chlorobenzoyl) oxy] -17-hydro3iy-, 
(3. beta., 5. alpha.)- (9CI) <CA INDEX NAME) 

Absolute stereochemistry. 
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PATENT INFORMATION: 



1971:464114 CAPLUS 
75:64114 

Anesthetic pharoaceutical preparations containing 
3. alpha. -hydroxy- 5. alpha. -pregnane-11. 20-dione 
Davis, Benjamin} Pearce, Derek R. i Cook, Martin 
Christopher* Weir, Hiall G.t Nevall, Christcqsher 

Ayces, Barry E.i Gregory, Gordon I.) PhilXif^, 

R. 

Glaxo Laboratories Ltxi. 

S. African, 57 pp. 
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Patent 
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JP 
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19720916 


US 


3781435 


A 


19731225 
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CA 1037026 A2 19780822 CA 1975-217940 19750115 

PRIORITY APPLN. INFO.: GB 1969-31371 19690620 

US 1970-47163 19700617 
CA 1970-85973 19700619 
DK 1970-3179 19700619 
CH 1970-9417 19700622 

AB 3.beta.-Acetoxy-5. alpha. -pregn-16-ene-ll, 20-dione in dioxane and aq. 

KOH 

vas kept 1 hr at rooD temp, and heated 1 hr at 40. degree, to give 
3.beta.-hydroxy-5. alpha. -pregn-16-ene-ll, 20-dione. This in dry C5H5N 

was 

treated with p-HeC6H4S02Cl to give the 3.beta. -p-toluenesulfonate. 

This 

in aq. DHF heated 2.5 hr at 115. degree, with KOAc and worked up gave 
3. alpha. -hydroxy- 5. alpha. -pregn-16-ene- 11, 20-dione, hydrogenated over 

5% 

Pd-C to give 3. alpha. -hydroxy-5. alpha. -pregnane-11, 20-dione. Many 

other 

examples, and corapns. for use, were given. 
IT 32226-13-4P 

RL: SPN (Synthetic preparation); PREP (Preparation) 
(prepn. of) 
RN 32226-13-4 CAPLUS 

CN Pregnane-11, 20-dione, 21- (benzoyloxy) -3-hydroxy-, (3. alpha. , 5. alpha. ) - 
(9CI) (CA INDEX NAME) 

Absolute stereocheiaistry. 
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Anesthetic steroidal compositions 
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Patent 
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Lll ANSVER 21 OF 22 CAPLUS COPYRIGHT 2000 ACS (C«ntinu«d) Lll ANSWER 21 OF 22 CAPLUS COPYRICHT 2000 ACS (ConUnutd) 

CH 1970-9417 19700622 

AB Aq. solna. contg. nor* Chan 1 aq/ol 
3. a Ipha. -hydroxy- 5. alpha. -pregnane - 

ll,20-dlon« (I) ver* prcpd. by addn. of oor« than 1« of a nonlonic 
surface 

active coapd. (HLB-value 9-18) that is tolerated in parental 
application, 

such as polyethosylated derivs. of fatty C12-20 glyceride oils, e.g. 
Crerac^hor EL (II), a polyothoxylated castor oil contg. about 40 
ethylene 

oside units per triglyceride unit, polyoxyethylene polyoacypropylene 
ethers, polyoxyethylene ethers of alkyl phenols, etc. Thus, 
S.beta. -acetoxy-5. alpha. -pregn-16-en*-ll, 20-dione was sapond. with 
aq. KOH 

to give 3. beta. -hydroxy-S. alpha. -pregn-16-ene-ll,20-dione, which was 
converted into the 3.beta.-tosylate (III) with p-HeC6B4 S02C1 . 
Treatment 

of III with KOAc in mr-UlO 2.5 hr at IIS. degree, gave 
3.alpha. -hydroxy-5. alpha. -pregn-16-ene-ll, 20-dione, which was 
hydrogenated 

in THF over 5» Pd/C to give I. Also prepd. were 4 21-acyloxy derivs. 

of I 

and nitrate and heraisuccinate esters of pregnan-3 (and 21)-ols. I 
(0.03) 

pulverized to 5 .mi. particles, and 2 g II were mixed and warmed in 
N-atn. 

to 70. degree, until a soln. was obtained. Subsequent diln. with K20 

contg. 0.02S g NaCl to 10 ml with stirring gave a homogeneous soln. 
IT 32226-13-4P 

RLj SPN (Synthetic preparation)! PREP (Preparation) 
(prepn. of) 
RN 32226-13-4 CAPLUS 

CN Pregnane-ll, 20-dione, 21- (benzoyloxy) -3- hydroxy-, (3. alpha. , 5. alpha. ) - 
{9CI) (CA INDEX NAME) 

Absolute stereochemistry. 
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Lll ANSWER 22 OP 22 CAPLUS COPYRIGHT 2000 ACS 



ACCESSION NUMBER: 
DOCUMENT NUMBER: 
TITLE: 

PATENT ASSIGNEE(S) : 
SOURCE: 

DOCUMENT TYPE: 
LANGUAGE: 

FAMILY AOC. NUM. COUNT: 
PATENT INFORMATION: 

PATENT NO. 



1970:121828 CAPLUS 
72:121823 

Pregnane ethers as orally effective 

mineralo-corticoids 

Merck, E., A.-G. 

Brit., 9 pp. 

CODEN: BRXXAA 

Patent 

English 



KIND DATE 



APPLICATION NO. DATE 



GB 1183899 19700311 
PRIORITY APPUJ. INFO.: DE 19671213 

AB Title coiqxis., orally effective mineralo-corticoids without 
glucocorticoid 

side effects, were prepd. Thus, 100 mg 
3. alpha. , 21-diihydro)cypregn-4-en-20- 

one 3- (p-toluenesulfonate) was kept 24 hr in 5 ml MeOH contg. 10 ng 

p-MeC6H4S03H to give 3. alpha. -met hoxy-21-hydroxypregn-4-en-20-one 
(I), m. 

143-5. degree. . This (500 rag), 3 ml pyridine, and 3 ml Ac20 stirred 3 

hr 

gave 3. alpha. -raethoxy-21-acetoxypregn-4-en-20-one. 20,20- 

Ethylenedioxypregn-4-ene-3.b«ta.,21-diol (2.6 g) and 230 rag 
p-HeC6H4S03H 

in 1.3 1. HeOH kept 8 hr gave 
3.beta. -methoxy-21-hydroxypregn-4-«n-20-one, 

n. 101-3. degree, and I (sepd. by chroiaatog. on silica gel). Other 
compds. 

(.apprx.lO) were also prepd. 
IT 26623-69-eP 

RL: SPN (Synthetic preparation) i PREP (Preparation) 
(prepn. of) 
RN 26623-69-8 CAPLUS 

CN Pregn-4-en-20-one, 3.beta.-methoxy-21- (trityloxy)- (8CI) (CA INDEX 
NAME) 

Absolute stereochemistry. 



He f 



09/321,882 Page 1 



L3 175 ANSWERS REGISTRY COPYRIGHT 2000 ACS 

IN 19-Norpregn-17 (20) -en-3-ol, 3-methyl-, (3 . alpha . , 5 .beta. , 17Z) - (9CI) 
MF C21 H34 O 

Absolute stereochemistry. 
Double bond geometry as shovm. 




HO H 



HOW MANY MORE ANSWERS DO YOU WISH TO SCAN? (1) :5 



L3 175 ANSWERS REGISTRY COPYRIGHT 2000 ACS 

IN Pregnan-20-one, 3- [ (3, 4-dimethoxyphenyl) ethynyl] -3-hydroxy-, 

(3. alpha, , 5. beta. )- (9CI) 
MF C31 H42 04 

Absolute stereochemistry. 



MeO 




OMe 



L3 175 ANSWERS REGISTRY COPYRIGHT 2000 ACS 

IN Pregnan-20-one, 3-[ ( 4-chlorophenyl ) ethynyl] -3-hydroxy-, 



( 3 . alpha . , 5 , beta . ) - ( 9CI ) 
MF C29 H37 CI 02 

Absolute stereochemistry. 



CI 




L3 175 7UJSWERS REGISTRY COPYRIGHT 2000 ACS 

P^^g^a^^"20-one, 21- (acetyloxy) -3-ethynyl-3-hydroxy-, (3 . alpha . , 5 .beta . ) - 

MF C25 H36 04 

Absolute stereochemistry. 




H 



L3 175 ANSWERS REGISTRY COPYRIGHT 2000 ACS 
IN Pregn-17 (20)-en-3-one, (5 .beta . , 17Z) - (9CI) 
MF C21 H32 O 



Absolute stereochemistry. 
Double bond geometry as shown. 




L3 175 ANSWERS REGISTRY COPYRIGHT 2000 ACS 
IN Androstane-17-inethanol, 3-hydroxy-3-methyl-, 
( 3 . alpha . , 5 . alpha . , 17 . beta , ) - 

(9CI) 
MF C21 H36 02 

Absolute stereochemistry. 




HO H 



HOW MANY MORE ANSWERS DO YOU WISH TO SCAN? (1) :50 



L3 175 ANSWERS REGISTRY COPYRIGHT 2000 ACS 

IN Pregnane-3, 20-diol, 20-methyl-, ( 3 . alpha . , 5 . alpha . ) - (9CI) 

MF C22 H38 02 

J\bsolute stereochemistry. 



Me 




L3 175 ANSWERS REGISTRY COPYRIGHT 2000 ACS 

IN Pregnan-20-one, 3- ( [1, 1 ' -biphenyl] -4-ylethynyl) -3-hydroxy-, 

(3. alpha. ,5. beta. )- (9CI) 
MF C35 H42 02 

Absolute stereochemistry. 




L3 175 ANSWERS REGISTRY COPYRIGHT 2000 ACS 

IN Androstan-3-ol, 17- (methoxymethylene) (3 . alpha. , 5 .beta . , 17Z) - (9CI) 
MF C21 H34 02 



Absolute stereochemistry. 
Double bond geometry as shown. 




L3 175 ANSWERS REGISTRY COPYRIGHT 2000 ACS 

IN Pregnan-20-one, 3-hydroxy-3- ( 4-hydroxy-l-pentynyl) 

[3, alpha. ,3(S), 5. alpha.]- (9CI) 
MF C26 H40 03 



Absolute stereochemistry. 




L3 175 ANSWERS REGISTRY COPYRIGHT 2000 ACS 

IN 19-Norpregn-17 (20) -en-3-ol, (3. alpha. , 5. alpha. , 17Z) - (9CI) 

MF C20 H32 O 

Absolute stereochemistry. 
Double bond geometry as shown. 




L3 175 ANSWERS REGISTRY COPYRIGHT 2000 ACS 

IN Pregnan-20-one, 21- (3-carboxy-l-oxopropoxy) -3-hydroxy-, 

( 3. alpha., 5. beta. )- (9CI) 
MF C25 H38 06 
CI COM 

Absolute stereochemistry. 




H 



L3 175 ANSWERS REGISTRY COPYRIGHT 2000 ACS 

IN Estran-3-one, 17- (methoxymethylene) (5. alpha.)- (9CI) 

MF C20 H30 02 

Absolute stereochemistry. 
Double bond geometry unknown. 




L3 175 ANSWERS REGISTRY COPYRIGHT 2000 ACS 

IN Pregnane-3, 20-diol, 3-ethynyl-, ( 3 . alpha . , 5 . beta . , 20R) - (9CI) 
MF C23 H36 02 

Absolute stereochemistry. 




L3 175 ANSWERS REGISTRY COPYRIGHT 2000 ACS 

IN 19-Norpregn-17 (20) -en-3-ol, 3- (trif luoromethyl) (3. alpha. , 5. beta. ) - 
(9CI) 

MF C21 H31 F3 O 



Absolute stereochemistry. 
Double bond geometry unknown. 




L3 175 ANSWERS REGISTRY COPYRIGHT 2000 ACS 

IN Pregnan-20-one, 3- (chloroethynyl) -3-hydroxy-, (3 .alpha . , 5 .beta . ) - {9CI ) 
MF C23 H33 CI 02 

Absolute stereochemistry. 




L3 175 ANSWERS REGISTRY COPYRIGHT 2000 ACS 

IN Androstane-17-methanol, 3-hydroxy-, (3 . alpha . , 5 . alpha . ,17. beta. )- (9CI) 
MF C20 H34 02 

Absolute stereochemistry. 




L3 175 ANSWERS REGISTRY COPYRIGHT 2000 ACS 

IN Silane, ( 1 , 1-dimethylethyl ) dimethyl [ [ ( 3 . alpha . , 5 . alpha . ) -pregn-20-yn-3- 

yl]oxy]- (9CI) 
MF C27 H46 O Si 



Absolute stereochemistry. 




L3 175 ANSWERS REGISTRY COPYRIGHT 2000 ACS 

IN Pregnan-20-one, 3-ethenyl-3-hydroxy-, (3 .alpha. , 5. beta. ) - (9CI) 
MF C23 H36 02 

Absolute stereochemistry. 




L3 175 ANSWERS REGISTRY COPYRIGHT 2000 ACS 

IN Pregnan-20-one, 3-hydroxy-3- [ (2-methoxyphenyl) ethynyl] 

(3. alpha., 5. beta.)- (9CI) 
MF C30 H40 03 

Absolute stereochemistry. 




L3 175 ANSWERS REGISTRY COPYRIGHT 2000 ACS 

IN 19-Norpregnan-20-one, 3-hydroxy-3- (trifluoromethyl) (3 . alpha . , 5 . beta . )- 
(9CI) 

MF C21 H31 F3 02 
Absolute stereochemistry. 




L3 175 ANSWERS REGISTRY COPYRIGHT 2000 ACS 

IN Pregnan-20-one, 3-hydroxy-3-methyl-, (3 . alpha . , 5 , alpha . ) - (9CI) 
MF C22 H36 02 

Absolute stereochemistry. 



Ac 




HO H 



L3 175 ANSWERS REGISTRY COPYRIGHT 2000 ACS 

IN 19-Norpregnan-20-one, 21-bromo-3-hydroxy-3- { trif luoromethyl) 

(3.alpha.,5.beta.)- (9CI) 
MF C21 H30 Br F3 02 



Absolute stereochemistry. 




H 



L3 175 ANSWERS REGISTRY COPYRIGHT 2000 ACS 

IN Pregnan-20-one, 3- (2, 3-butadienyl ) -3-hydroxy-, (3. alpha. , 5. alpha. )- {9CI) 
MF C25 H38 02 

Absolute stereochemistry. 




H 



L3 175 ANSWERS REGISTRY COPYRIGHT 2000 ACS 

IN 5-Hexynenitrile, 6- [ (3 . alpha , , 5 . beta . ) -3-hydroxy-20-oxopregnan-3-yl ] - 
{9CI) 

MF C27 H39 N 02 
Absolute stereochemistry. 




L3 175 ANSWERS REGISTRY COPYRIGHT 2000 ACS 

IN 1-Propanone, 1- [ ( 3 . alpha . , 5 . beta , , 17 . beta . ) -3-hydroxyandrostan-17-yl ] -3- 

methoxy- (9CI) 
MF C23 H38 03 



Absolute stereochemistry. 




L3 175 ANSWERS REGISTRY COPYRIGHT 2000 ACS 

IN Pregnan-20-one, 21- (acetyloxy) -3-hydroxy-, (3 . alpha . , 5 .beta . ) - (9CI) 
MF C23 H36 04 

Absolute stereochemistry. 




L3 175 ANSWERS REGISTRY COPYRIGHT 2000 ACS 
IN 1-Propanone, 

3- (dimethylamino ) -1- [ ( 3 . alpha . , 5 . alpha . , 17 . beta . ) -3-hydroxy-3- 

methylandrostan-17-yl]- (9CI) 
MF C25 H43 N 02 

Absolute stereochemistry. 




HO H 



L3 175 ANSWERS REGISTRY COPYRIGHT 2000 ACS 

IN Pregnan-20-one, 3-hydroxy-3- (methoxymethyl) (3. alpha. , 5 . alpha. ) - (9CI ) 
MF C23 H38 03 

Absolute stereochemistry. 




L3 175 ANSWERS REGISTRY COPYRIGHT 2000 ACS 

IN Pregnan-20-one, 3- [ (2, 4-dif luorophenyl ) ethynyl] -3-hydroxy-, 

(3.alpha.,5,beta. )- (9CI) 
MF C29 H36 F2 02 

Absolute stereochemistry. 




L3 175 ANSWERS REGISTRY COPYRIGHT 2000 ACS 

IN Pregnan-20-one, 3-hydroxy-3-methyl-21- (phosphonooxy) disodium salt, 

(3. alpha. , 5. alpha. )- (9CI) 
MF C22 H37 06 P . 2 Na 



Absolute stereochemistry. 




OP03H2 



f2 Na 



L3 175 ANSWERS REGISTRY COPYRIGHT 2000 ACS 

IN Pregnan-20-one, 3-hydroxy-, ( 3. alpha. , 5. alpha. ) - (9CI) 

MF C21 H34 02 



Absolute stereochemistry. Rotation (+) . 




L3 175 ANSWERS REGISTRY COPYRIGHT 2000 ACS 

IN Silane, (1, 1-dimethylethyl) dimethyl [ [ (3. alpha., 5. alpha., 17Z) -21-norchol- 

17 (20)-en-3-yl]oxy]- (9CI) 
MF C29 H52 O Si 

Absolute stereochemistry. 
Double bond geometry as shown. 




L3 175 ANSWERS REGISTRY COPYRIGHT 2000 ACS 

IN Pregnan-20-one, 3-hydroxy-3-phenyl-, (3 . alpha , , 5 .beta . ) - (9CI) 
MF C27 H38 02 

Absolute stereochemistry. 




L3 175 ANSWERS REGISTRY COPYRIGHT 2000 ACS 

IN 1-Propanone, 1- [ ( 3 . alpha . , 5 . beta . , 17 . beta . ) -3-hydroxyandrostan- 17-yl ] - 

(9CI) 
MF C22 H36 02 

Absolute stereochemistry. 




L3 175 /ANSWERS REGISTRY COPYRIGHT 2000 ACS 

IN Pregnan-20-one, 21- (acetyloxy) -3-hydroxy-3- (trifluoromethyl) 

(3. alpha. ,5. beta. )- (9CI) 
MF C24 H35 F3 04 



Absolute stereochemistry. 




H 



L3 175 ANSWERS REGISTRY COPYRIGHT 2000 ACS 

IN Androstan-17-one, 3-hydroxy-, (3 . alpha . , 5 .beta . ) - (9CI) 

MF C19 H30 02 

CI COM 

Absolute stereochemistry. 




Ii3 175 ANSWERS REGISTRY COPYRIGHT 2000 ACS 
IN Androstane-17-methanol, 

3-[ [ (1, l-dimethylethyl)diitiethylsilyl]oxy] -.alpha. - 
ethyl-, [3. alpha. ,5. alpha. ,17. beta. (S)]- (9CI) 
MF C28 H52 02 Si 

Absolute stereochemistry. 




L3 175 ANSWERS REGISTRY COPYRIGHT 2000 ACS 

IN Pregnan-20-one, 3-hydroxy-3- (phenylethynyl) (3 . alpha . , 5 .beta . ) - (9CI) 



MF C29 H38 02 

Absolute stereochemistry. 




L3 175 ANSWERS REGISTRY COPYRIGHT 2000 ACS 

IN Pregnan-20-one, 3-hydroxy-3- ( (4-methoxyphenyl) ethynyl] 

(3. alpha., 5. beta,)- (9CI) 
MF C30 H40 03 

Absolute Stereochemistry. 




L3 175 ANSWERS REGISTRY COPYRIGHT 2000 ACS 

IN Pregnan-20-one,. 3-hydroxy-3- (iodomethyl) (3 . alpha . , 5 . alpha . ) - (SCI) 
MF C22 H35 I 02 

Absolute stereochemistry. 



Ac 





L3 175 ANSWERS REGISTRY COPYRIGHT 2000 ACS 

IN 19-Norpregnane-3, 20-diol, (3. alpha. , 5. alpha. , 20S) - (9CI) 

MF C20 H34 02 

Absolute stereochemistry. 




L3 175 ANSWERS REGISTRY COPYRIGHT 2000 ACS 

IN Pregnan-20-one, 3-ethyl-3-hydroxy-, (3 . alpha . , 5 .beta . ) - (9CI) 
MF C23 H38 02 

Absolute stereochemistry. 




L3 175 ANSWERS REGISTRY COPYRIGHT 2000 ACS 

IN Spiro [oxirane-2, 3 ' -pregnan] -20 '-one, (3 * .alpha. , 5 ' . alpha. ) - {9CI) 
MF C22 H34 02 



Absolute stereochemistry. 




L3 175 ANSWERS REGISTRY COPYRIGHT 2000 ACS 

IN Pregnan-20-one, 3- ( (4-acetylphenyl) ethynyl] -3-hydroxy-, 

( 3 . alpha . , 5 . beta . ) - ( 9CI ) 
MF C31 H40 03 

Absolute stereochemistry - 




L3 175 ANSWERS REGISTRY COPYRIGHT 2000 ACS 

IN Pregnan-20-one, 3- ( f luoromethyl ) -3-hydroxy-, (3. alpha. , 5. alpha. ) - (9CI) 
MF C22 H35 F 02 

Absolute stereochemistry. 




L3 175 ANSWERS REGISTRY COPYRIGHT 2000 ACS 



IN Pregnan-20-one, 3-hydroxy-3- (3-hydroxy-l-butynyl) 

[3. alpha. ,3|S), 5. alpha.]- (9CI) 
MF C25 H38 03 

Absolute stereochemistry. 




L3 175 ANSWERS REGISTRY COPYRIGHT 2000 ACS 

IN Pregnan-20-one, 3- [ (3, 4-diinethoxyphenyl) ethynyl] -3-hydroxy-, 

( 3. beta. , 5. beta. ) - (9CI) 
MF C31 H42 04 

Absolute stereochemistry. 




OMe 



L3 175 ANSWERS REGISTRY COPYRIGHT 2000 ACS 

IN Pregnan-20-one, 21-bromo-3-hydroxy-, (3.alpha. , 5.beta. ) - (SCI) 
MF C21 H33 Br 02 



Absolute stereochemistry. 




L3 175 ANSWERS REGISTRY COPYRIGHT 2000 ACS 

IN Pregnan-2 0-one, 3, 2 l-dihydroxy-3-inethyl-, ( 3 . alpha . , 5 . alpha . ) - ( 9CI ) 
MF C22 H36 03 

Absolute stereochemistry. 




HO 



L3 175 ANSWERS REGISTRY COPYRIGHT 2000 ACS 

IN 19-Norpregnan-20-one, 3-hydroxy-3-methyl-, (3. alpha. , 5. beta. ) - (9CI) 
MF C21 H34 02 

Absolute stereochemistry. 




L3 175 ANSWERS REGISTRY COPYRIGHT 2000 ACS 

IN Pregnan-20-one, 3-hydroxy-3- [ (3-hydroxyphenyl ) ethynyl] 

( 3 . alpha . , 5 . beta . ) - ( 9CI ) 
MF C29 H38 03 



Absolute stereochemistry. 



Ac 




L3 175 ANSWERS REGISTRY COPYRIGHT 2000 ACS 

IN Pregnan-20-one, 3-hydroxy-3-methyl-21- [ (methylsulf onyl ) oxy] 

(3. alpha. ,5. alpha. )- (9CI) 
MF C23 H38 05 S 

Absolute stereochemistry. 




HO H 



L3 175 ANSWERS REGISTRY COPYRIGHT 2000 ACS 

IN Pregn-17 (20)-en-3-ol, (3 . alpha . , 5 .beta. , 17E) - (9CI) 

MF C21 H34 O 



Absolute stereochemistry. 
Double bond geometry as shown- 




H 



L3 175 ANSWERS REGISTRY COPYRIGHT 2000 ACS 

IN Pregnan-20-one, 3-ethynyl-3- (nitrooxy) (3. beta. , 5. alpha. ) - {9CI) 
MF C23 H33 N 04 

Absolute stereochemistry. 




CH 



L3 175 ANSWERS REGISTRY COPYRIGHT 2000 ACS 

IN Pregnan-20-one, 3-ethyl-3-hydroxy-, (3 . alpha . , 5 . alpha . ) - (9CI) 
MF C23 H38 02 

Absolute stereochemistry. 



Ac 




HO H 



HOW MANY MORE ANSWERS DO YOU WISH TO SCAN? (1) :50 



L3 175 ANSWERS REGISTRY COPYRIGHT 2000 ACS 

IN Pregnan-20-one, 3-hydroxy-3- [ (2-hydroxyphenyl) ethynyl] 



(3,alpha,,5.beta.)- (9CI) 
MF C29 H38 03 

Absolute stereochemistry. 




L3 175 ANSWERS REGISTRY COPYRIGHT 2000 ACS 

IN Pregnan-20-one, 3-hydroxy-21- { 4-pyridinylthio) ( 3 . alpha . , 5 . beta . 
(9CI) 

MF C26 H37 N 02 S 
Absolute stereochemistry. 



ho' 




H 



L3 175 ANSWERS REGISTRY COPYRIGHT 2000 ACS 

IN Pregnan-20-one, 3-hydroxy-, cyclic 1, 2-ethanediyl acetal, 

{3.alpha.,5.beta. )- (9CI) 
MF C23 H38 03 



Absolute stereochemistry. 




L3 175 ANSWERS REGISTRY COPYRIGHT 2000 ACS 

IN Pregnan-20-one, 21- [ [bis (phenylmethoxy) phosphinyl] oxy] -3-hydroxy-3- 

(trifluoromethyl) (3 . alpha. , 5. beta. ) - (9CI) 
MF C36 H46 F3 06 P 



Absolute stereochemistry. 




L3 175 ANSWERS REGISTRY COPYRIGHT 2000 ACS 

IN Pregnan-20-one, 21- (3-carboxy-l-oxopropoxy) - 3 -hydroxy- 3-niethyl-, 

(3. alpha. , 5. alpha. ) - (9CI) 
MF C26 H40 06 
CI COM 



Absolute stereochemistry. 




HO 



L3 175 ANSWERS REGISTRY COPYRIGHT 2000 ACS 

IN Pregnan-20-one, 3- [4- (3-carboxy-l-oxopropoxy) -1-pentynyl] -3-hydroxy- , 

monosodium salt, [3 . alpha . , 3 (R) , 5 .beta . ] - (9CI) 
MF C30 H44 06 . Na 

Absolute stereochemistry. 




• Na 



L3 175 ANSWERS REGISTRY COPYRIGHT 2000 ACS 

IN 1-Propanone, 1- [ (3. alpha. ,5. alpha., 17. beta. ) -3-hydroxy-3-inethylandrostan- 

17-yl]- {9CI) 
MF C23 H38 02 

Absolute stereochemistry. 





HO H 



L3 175 ANSWERS REGISTRY COPYRIGHT 2000 ACS 

IN Pregnan-20-one, 3, 21-dihydroxy-, (3 . alpha . , 5 .beta . ) - (9CI) 

MF C21 H34 03 

CI COM 

Absolute stereochemistry. 




L3 175 ANSWERS REGISTRY COPYRIGHT 2000 ACS 

IN Estran-3-ol, 17- (methoxymethylene) (3. alpha. , 5. alpha. ) - (9CI) 
MF C20 H32 02 

Absolute stereochemistry. 
Double bond geometry unknown. 




L3 175 ANSWERS REGISTRY COPYRIGHT 2000 ACS 

IN Pregnan-20-one, 3-hydroxy-3- (4-hydroxy-l-pentynyl) 



[3.alpha.,3(R),5.beta.]- (9CI) 
MF C26 H40 03 

Absolute stereochemistry. 




H 



L3 175 ANSWERS REGISTRY COPYRIGHT 2000 ACS 

IN Pregnan-2 0-one , 3-hydroxy-3- ( 6-oxo-l-heptynyl ) - , ( 3 . alpha . , 5 . beta . ) - 
(9CI) 

MF C28 H42 03 

Absolute stereochemistry. 




H 



L3 175 ANSWERS REGISTRY COPYRIGHT 2000 ACS 

IN Pregnan-20-one, 3- (bromomethyl) -3-hydroxy-, ( 3 . alpha . , 5 . alpha . ) - ( 
MF C22 H35 Br 02 

Absolute stereochemistry. 




L3 175 ANSWERS REGISTRY COPYRIGHT 2000 ACS 

IN Pregnan-20-one, 3-hydroxy-, (3 . alpha . , 5 .beta . ) - (9CI) 

MF C21 H34 02 

CI COM 

Absolute stereochemistry. 




L3 175 ANSWERS REGISTRY COPYRIGHT 2000 ACS 

IN Pregnan-20-one, 3-ethynyl-3, 21-dihydroxy-, (3. alpha. , 5. beta. )- (9CI) 
MF C23 H34 03 

Absolute stereochemistry. 




L3 175 ANSWERS REGISTRY COPYRIGHT 2000 ACS 

IN Pregnan-20-one, 3- [2- (3, 4-dimethoxyphenyl) ethyl] -3-hydroxy-, 

{ 3. alpha., 5. beta. )- (9CI) 
MF C31 H46 04 



Absolute stereochemistry. 




L3 175 ANSWERS REGISTRY COPYRIGHT 2000 ACS 

IN Pregnan-20-one, 3-hydroxy-3- (1-octynyl) (3 .alpha. , 5 .beta . ) - (SCI) 
MF C29 H46 02 

Absolute stereochemistry. 




L3 175 ANSWERS REGISTRY COPYRIGHT 2000 ACS 

IN Pregnan-20-one, 21- (3-carboxy-l-oxopropoxy) -3-ethynyl-3-hydroxy-, 

(3. alpha., 5. beta. )- (9CI) 
MF C27 H38 06 
CI COM 

Absolute stereochemistry. 




L3 175 ANSWERS REGISTRY COPYRIGHT 2000 ACS 

IN Estran-3-ol, 17- (methoxymethylene) (3 . alpha . , 5 . alpha . , 17Z) - ( 9CI ) 
MF C20 H32 02 

Absolute stereochemistry. 
Double bond geometry as shown. 




L3 175 ANSWERS REGISTRY COPYRIGHT 2000 ACS 

IN Androstan-3-ol, 17-propylidene-, (3.alpha. , 5. alpha. , 17Z) - (9CI) 
MF C22 H36 O 



Absolute stereochemistry. 
Double bond geometry as shown. 




L3 175 ANSWERS REGISTRY COPYRIGHT 2000 ACS 

IN Pregnan-20-one, 21- ( 3-carboxy-l-oxopropoxy) -3-hydroxy-, 

(3.alpha.,5.alpha.)- (9CI) 
MF C25 H38 06 
CI COM 



Absolute stereochemistry. 




H 
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IN 19-Norpregnan-20-one, 3-ethynyl-3-hydroxy-, (3, alpha. ,5, beta. )- (9CI) 
MF C22 H32 02 



Absolute stereochemistry. 




L3 175 ANSWERS REGISTRY COPYRIGHT 2000 ACS 

IN Pregnane-3,20-diol, 3-methyl-, (3 . alpha . , 5 . alpha . , 20S) - (9CI) 
MF C22 H38 02 

Absolute stereochemistry. 




L3 
IN 
MF 
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Pregn-17 (20) -en-3-ol, 3-methyl-, (3 . beta . , 5 . alpha . ) - (9CI) 

C22 H36 O 



Absolute stereochemistry. 
Double bond geometry unknown. 




HO H 
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IN 19-Norpregnane-3, 20-dione, cyclic 20- { 1, 2-ethanediyl acetal) , (S.beta.)- 

(9CI) 
MF C22 H34 03 

Absolute stereochemistry. 




L3 175 ANSWERS REGISTRY COPYRIGHT 2000 ACS 

IN Pregnan-20-one, 3-hydroxy-, cyclic 1, 2-ethanediyl acetal, 

( 3 . alpha . , 5 . alpha . ) - ( 9CI ) 
MF C23 H38 03 



Absolute stereochemistry. 



HO 
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IN Pregnan-20-one, 21-bromo-3-hydroxy-3-methyl-, (3. alpha. , 5. alpha. ) - (9CI) 
MF C22 H35 Br 02 



Absolute stereochemistry. 




HO H 
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IN Pregnan-20-one, 3, 21-dihydroxy-3- (trif luoromethyl) (3 . alpha . , 5 .beta . ) - 
(9CI) 

MF C22 H33 F3 03 



Absolute stereochemistry. 




L3 175 ANSWERS REGISTRY COPYRIGHT 2000 ACS 



IN Pregnan-20-one, 3-ethynyl-3-hydroxy-21-methoxy-, (3. alpha. , 5. beta. ) - 
(9CI) 

MF C24 H36 03 

Absolute stereochemistry. 




H 
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IN Pregnan-20-one, 3-hydroxy-21- (phosphonooxy) -3- (trifluoromethyl) 
disodium 

salt, (3. alpha. , 5. beta. )- (9CI) 
MF C22 H34 F3 06 P . 2 Na 

Absolute stereochemistry. 




OPO3H2 



• 2 Na 
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IN Pregnan-20-one, 3- [ [ (1, 1-dimethylethyl) dimethylsilyl] oxy] 

( 3. alpha. , 5. alpha. )- (9CI) 
MF C27 H48 02 Si 



Absolute stereochemistry. 



Ac 
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IN Pregn-20-en-20-ol, 3- [ [ (1, 1-dimethylethyl) dimethylsilyl] oxy] diethyl 

phosphate, (3. alpha., 5. alpha. )- (9CI) 
MF C31 H57 05 P Si 

Absolute stereochemistry. 
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IN Androstane-17-methanol, . alpha . -ethyl-3-hydroxy-, 

[ 3. alpha. , 5. alpha. , 17. beta. (S) ]- (9CI) 
MF C22 H38 02 

Absolute stereochemistry. 




L3 175 ANSWERS REGISTRY COPYRIGHT 2000 ACS 

IN 19-Norpregnan-20-one, 3-hydroxy-3- ( trif luoromethyl) 

( 3 . alpha . , 5 . alpha . ) - 



(9CI) 

MF C21 H31 F3 02 



Absolute stereochemistry. 




S 



F3C 



HO 




H 



H 
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IN Pregnan-20-one, 3-hydroxy-3- [ (IE) -2-phenylethenyl] (3. alpha. , 5. alpha. )-- 

(9CI) 
MF C29 H40 02 

Absolute stereochemistry. 
Double bond geometry as shown. 



L3 175 ANSWERS REGISTRY COPYRIGHT 2000 ACS 

IN Androstane-17-carbonitrile, 3-hydroxy-, (3. alpha. , 5. alpha. , 17 .beta. ) - 

(9CI) 
MF C20 H31 N O 

Absolute stereochemistry. Rotation (+) . 



Ac 



Ph 




H 



CN 




H 
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IN 19-Norpregnan-20-one, 21- [ [bis (phenylmethoxy) phosphinyl] oxy] -3-hydroxy-3- 

(trifluoromethyl) (3. alpha. , 5, beta. ) - (9CI) 
MF C35 H44 F3 06 P 

Absolute stereochemistry. 




L3 175 ANSWERS REGISTRY COPYRIGHT 2000 ACS 

IN Pregnan-20-one, 3-hydroxy-3- {2-propynyl) (3. alpha. , 5. alpha. )- (9CI) 
MF C24 H36 02 

Absolute stereochemistry. 




L3 175 ANSWERS REGISTRY COPYRIGHT 2000 ACS 

IN Pregnan-20-one, 3- [ (4- [ (acetyloxy) acetyl] phenyl] ethynyl] -3-hydroxy-, 



( 3. alpha. ,5. beta. )- (9CI) 
MF C33 H42 05 

Absolute stereochemistry. 




L3 175 ANSWERS REGISTRY COPYRIGHT 2000 ACS 

IN Pregnan-20-one, 3-hydroxy-3- (trif luoromethyl) (3 .alpha. , 5 -beta. ) - (9CI) 
MF C22 H33 F3 02 

Absolute stereochemistry. 




L3 175 ANSWERS REGISTRY COPYRIGHT 2000 ACS 
IN Androstan-3-ol, (3 . alpha , , 5 . alpha . ) - (9CI) 
MF C19 H32 O 

Absolute stereochemistry. 




L3 175 ANSWERS REGISTRY COPYRIGHT 2000 ACS 

IN 2-Propen-l-one, 1- [ ( 3 . alpha . , 5 . alpha . , 17 . beta . ) -3-hydroxy-3- 

methylandrostan-17-yl] - (901) 
MF C23 H36 02 

Absolute stereochemistry. 




HO H 



L3 175 ANSWERS REGISTRY COPYRIGHT 2000 ACS 

IN Pregnane-3-acetonitrile, 3-hyciroxy-20-oxo-, ( 3. alpha. , 5. alpha. )- (9CI) 
MF C23 H35 N 02 

Absolute stereochemistry. 




L3 175 ANSWERS REGISTRY COPYRIGHT 2000 ACS 

IN Pregnan-2 0-one, 3-hydroxy-3- ( 3-hydroxy-l-propynyl ) - , ( 3 . alpha . , 5 . 

(9CI) 
MF C24 H36 03 

Absolute stereochemistry. 





s 



HO- 




H 



H 



L3 175 ANSWERS REGISTRY COPYRIGHT 2000 ACS 
IN Pregnan-20-one, 

21- (3-carboxy-l-oxopropoxy) -3-hydroxy-3- ( trif luoromethyl) - 

, (3.alpha. , S.beta. ) - (9CI) 
MF C26 H37 F3 06 
CI COM 

Absolute stereochemistry. 



L3 175 ANSWERS REGISTRY COPYRIGHT 2000 ACS 

IN Pregnane-3 , 2 0-diol , ( 3 . alpha . , 5 . alpha , , 2 OS ) - ( 9CI ) 

MF C21 H36 02 

CI COM 

Absolute stereochemistry. 



O 




H 




HO. 



Me 



HO 



H 
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IN Pregnan-20-one, 3- ( f luoromethyl) -3-hydroxy-, cyclic 1, 2-ethanediyl 

acetal, 

(3. alpha. ,5. alpha. )- (9CI) 
MF C24 H39 F 03 

Absolute stereochemistry. 




H 
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IN Pregnan-20-one, 3-hydroxy-3- (phenylmethyl) (3. alpha. , 5. beta. ) - {9CI) 
MF C28 H40 02 

Absolute stereochemistry. 




L3 175 ANSWERS REGISTRY COPYRIGHT 2000 ACS 

IN Pregnan-20-one, 3-hydroxy-3- [ (pentafluorophenyl) ethynyl] 

( 3 . alpha . , 5 . beta . ) - ( 9CI ) 
MF C29 H33 F5 02 



Absolute stereochemistry. 



Ac 




F 
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IN Pregnan-20-one, 3- (chloromethyl) -3-hydroxy-, (3. alpha. , 5. alpha. ) - (9CI) 
MF C22 H35 CI 02 

Absolute stereochemistry. 




L3 175 ANSWERS REGISTRY COPYRIGHT 2000 ACS 

IN Pregnane-3,20-diol, (3. alpha. , 5 .beta. , 20R) - (9CI) 

MF C21 H36 02 

CI COM 

Absolute stereochemistry. 




HOW MANY MORE ANSWERS DO YOU WISH TO SCAN? (1):50 
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IN 19-Norpregnan-20-one, 3-hydroxy-21-methoxy-3- ( trif luoromethyl) 

( 3. alpha. ,5. beta. )- (9CI) 
MF C22 H33 F3 03 

Absolute stereochemistry. 




L3 175 ANSWERS REGISTRY COPYRIGHT 2000 ACS 

IN Pregnan-20-one, 3-hydroxy-3- (2-phenylethyl) (3 . alpha . , 5 .beta . ) 
MF C29 H42 02 

Absolute stereochemistry. 




L3 175 ANSWERS REGISTRY COPYRIGHT 2000 ACS 

IN Pregnan-20-one, 3-hydroxy-3- [ [4- (trif luoromethyl) phenyl] ethynyl] 

(3.alpha. , 5.beta. )- (9CI) 
MF C30 H37 F3 02 



Absolute stereochemistry. 




L3 175 ANSWERS REGISTRY COPYRIGHT 2000 ACS 

IN Pregn-17 (20) -en-3-ol, 3- (trif luoromethyl) (3. alpha 

MF C22 H33 F3 O 

Absolute stereochemistry. 
Double bond geometry as shown. 




H 
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IN Pregn-17 (20) -en-3-one, cyclic 1, 2-ethanediyl acetal, 

MF C23 H36 02 



Absolute stereochemistry. 
Double bond geometry unknown. 




L3 175 ANSWERS REGISTRY COPYRIGHT 2000 ACS 

IN Androstane-17-carboxylic acid, 3-hydroxy-3-methyl-, 

( 3 . alpha . , 5 . alpha . , 17 . beta . ) - ( 9CI ) 
MF C21 H34 03 

Absolute stereochemistry. 




L3 175 ANSWERS REGISTRY COPYRIGHT 2000 ACS 

IN spiro[oxirane-2,3»-pregnan]-20*-one, cyclic 1, 2-ethanediyl 

(3' .alpha. ,5' .alpha.)- (9CI) 
MF C24 H38 03 



Absolute stereochemistry. 




L3 175 ANSWERS REGISTRY COPYRIGHT 2000 ACS 

IN Pregnan-20-one, 3- [ [4- (dimethylamino) phenyl] ethynyl] -3-hydroxy-, 

(3.alpha.,5.beta.)- (9CI) 
MF C31 H43 N 02 



Absolute stereochemistry. 



Me2N' 
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IN Pregn-17 (20)-en-3-ol, 3-methyl-, (3 . alpha . , 5 , alpha . ) - (9CI) 
MF C22 H36 O 

Absolute stereochemistry. 
Double bond geometry unknown. 




L3 175 ANSWERS REGISTRY COPYRIGHT 2000 ACS 

IN Pregnan-20-one, 3- [ 4- (3-carboxy-l-oxopropoxy) -1-pentynyl] -3-hydroxy-, 

monosodium salt, [3 . alpha . , 3 (S) , 5 .beta. ] - (9CI) 
MF C30 H44 06 - Na 

Absolute stereochemistry. 





• Na 
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IN Pregnan-20-one, 3-hydroxy-3- (phenylmethyl ) (3. beta. , 5. beta. )- (9CI) 
MF C28 H40 02 

Absolute stereochemistry. 




L3 175 ANSWERS REGISTRY COPYRIGHT 2000 ACS 

IN Pregnan-20-one, 21- (acetyloxy) -3-hydroxy-, ( 3. alpha. , 5. alpha. )- (9CI) 
MF C23 H36 04 

Absolute stereochemistry. 




L3 175 ANSWERS REGISTRY COPYRIGHT 2000 ACS 



IN 19-Norpregn-17 (20)-en-3-one, (5. beta., 17Z)- (9CI) 
MF C20 H30 O 

Absolute stereochemistry - 
Double bond geometry as shown. 




L3 175 ANSWERS REGISTRY COPYRIGHT 2000 ACS 

IN Pregnane-3,20-diol, 3-ethynyl-, (3 . alpha . , 5 .beta . , 20S) - (9CI) 
MF C23 H36 02 

Absolute stereochemistry. 




L3 175 ANSWERS REGISTRY COPYRIGHT 2000 ACS 

IN 19-Norpregn-17(20)-en-3-ol, 3-ethynyl-, (3 . alpha . , 5 .beta . , 17Z) - (9CI) 
MF C22 H32 O 



Absolute stereochemistry. 
Double bond geometry as shovm. 




H 
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IN Pregnan-20-one, 21-bromo-3-ethynyl-3-hydroxy-, (3. alpha. , 5. beta. )- (9CI) 
MF C23 H33 Br 02 



Absolute stereochemistry. 




L3 175 ANSWERS REGISTRY COPYRIGHT 2000 ACS 

IN Pregn-17 (20) -en-3-ol, (3. alpha. , 5 .beta. , 17Z) - (9CI) 

MF C21 H34 O 

Absolute stereochemistry. 
Double bond geometry as shown. 




H 



L3 
IN 
MF 
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Pregn-20-yn-3-ol, (3 . alpha . , 5 . alpha . ) - (9CI) 
C21 H32 O 



Absolute stereochemistry. 
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IN Pregnane-3,20-cliol, bis (hydrogen butanedioate) , (3 . alpha . , 5 .beta . , 20R) - 

(9CI) 
MF C29 H44 08 
CI COM 

Absolute stereochemistry - 




L3 175 ANSWERS REGISTRY COPYRIGHT 2000 ACS 

IN 19-Norpregn-17 (20)-en-3-ol, (3 . alpha . , 5 .beta . , 17Z) - (9CI) 

MF C20 H32 O 

Absolute stereochemistry. 
Double bond geometry as shown. 





L3 175 ANSWERS REGISTRY COPYRIGHT 2000 ACS 

IN Pregnan-20-one, 3-ethynyl-3-hydroxy-, (3 . alpha . , 5 . alpha . ) - (9CI) 
MF C23 H34 02 

Absolute stereochemistry. 




H 
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IN Pregnane-3,20-diol, bis (hydrogen butanedioate) , disodium salt, 

(3.alpha.,5.beta.,20R)- {9CI) 
MF C29 H44 08 . 2 Na 

Absolute stereochemistry. 




• 2 Na 
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IN Pregnan-20-one, 21-broino-3-hydroxy-3- (trifluoromethyl) 

(3. alpha, ,5. beta. )- (9CI) 
MF C22 H32 Br F3 02 

Absolute stereochemistry. 




L3 175 ANSWERS REGISTRY COPYRIGHT 2000 ACS 

IN Pregnan-20-one, 21- (3-carboxy-l-oxopropoxy) -3-hydroxy-3-methyl-, 

monosodium salt, (3 . alpha . , 5 . alpha . ) - (9CI) 
MF C26 H40 06 . Na 

Absolute stereochemistry. 




HO H 



• Na 
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IN Pregnan-20-one, 3- (ethoxymethyl) -3-hydroxy-, (3. alpha. , 5. alpha. ) - ( 
MF C24 H40 03 



Absolute stereochemistry. 




L3 175 ANSWERS REGISTRY COPYRIGHT 2000 ACS 

IN 2-Propen-l-one, 1- [ ( 3 . alpha . , 5 . beta .,11. beta . ) -3-hydroxyandrostan-17-yl ] - 

(9CI) 
MF C22 H34 02 



Absolute stereochemistry. 




L3 175 ANSWERS REGISTRY COPYRIGHT 2000 ACS 

IN Pregnane-3,20-dione, cyclic 20- (1, 2-ethanediyl acetal), (S.alpha.)- (9CI) 
MF C23 H36 03 



Absolute stereochemistry. 




L3 175 ANSWERS REGISTRY COPYRIGHT 2000 ACS 
IN Pregnan-20-one, 

21- [ [bis (phenylmethoxy) phosphinyl] oxy] -3-hydroxy-3-methyl- 



, (3.alpha.,5.alpha. )- (9CI) 
MF C36 H49 06 P 

Absolute stereochemistry. 




HO H 
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IN Pregnan-20-one, 3- [ (4-acetylphenyl) ethynyl] -3-hydroxy-, 

(3.alpha,,5.alpha.)- (9CI) 
MF C31 H40 03 

Absolute stereochemistry. 




L3 175 ANSWERS REGISTRY COPYRIGHT 2000 ACS 

IN 19-Norpregnan-20-one, 3-hydroxy-3-methyl-, (3. alpha. , 5. alpha. )- (9CI) 
MF C21 H34 02 

Absolute stereochemistry. 
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IN Estrane-17-carboxaldehyde, 3-hydroxy-, (3 . alpha . , 5. alpha. , 17 .beta. ) 
(9CI) 

MF C19 H30 02 

Absolute stereochemistry. 



CHO 



HO 
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IN Androstan-17-one, 3-hydroxy-, (3 .beta. , 5 . alpha . ) - (9CI) 

MF C19 H30 02 

CI COM 

Absolute stereochemistry. 




L3 175 ANSWERS REGISTRY COPYRIGHT 2000 ACS 

IN 21-Norchol-17 (20) -en-3-ol, ( 3 . alpha . , 5 . alpha . , 17Z)- (9CI) 

MF C23 H38 O 



Absolute stereochemistry. 



Double bond geometry as shown. 



ho' 




H 
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IN Pregnan-20-one, 3-hydroxy-3- [ (4-nitrophenyl) ethynyl] 
(3. alpha. ,5. beta. )- 
(9CI) 

MF C29 H37 N 04 
Absolute stereochemistry. 




L3 175 ANSWERS REGISTRY COPYRIGHT 2000 ACS 
IN Benzonitrile, 

4- [ [ ( 3 . alpha . , 5 . beta . ) -3-hydroxy-20-oxopregnan-3-yl ] ethynyl ] - 
{9CI) 

MF C30 H37 N 02 



Absolute stereochemistry. 




s 





H 



I 



H 



NC 
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IN Pregnan-20-one, 21- ( 3-carboxy-l-oxopropoxy) -3-ethynyl-3-hydroxy-, 

monosodium salt, (3 . alpha . , 5 .beta . ) - (9CI) 
MF C27 H38 06 . Na 

Absolute stereochemistry. 




0 




O' 



C02H 



S 



HO. 




H 



HC 




H 



• Na 
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IN Androstan-17-one, 3-hydroxy-, (3. alpha. , 5. alpha. ) - (9CI) 

MF C19 H30 02 

CI COM 



Absolute stereochemistry . 



o 
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IN Silane, (1, l-dimethylethyl ) dimethyl [ [ (3, alpha. , 5. alpha. , 17Z) -17- 

propylideneandrostan-3-yl] oxy] - (9CI) 
MF C28 H50 O Si 



Absolute stereochemistry. 
Double bond geometry as shown. 
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IN Pregn-17 (20) -en-3-one, (5. alpha.)- (9CI) 
MF C21 H32 O 

Absolute stereochemistry. 
Double bond geometry unknown. 
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IN Pregnan-20-one, 3- ( 1-hexynyl) -3-hydroxy-, (3 .alpha. , 5 .beta. ) - (9CI ) 



MF C27 H42 02 

Absolute stereochemistry. 
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IN Pregnane-3, 20-diol, 3-methyl-, {3 . alpha . , 5 . alpha . , 20R) - (9CI) 
MF C22 H38 02 

Absolute stereochemistry. 




L3 175 ANSWERS REGISTRY COPYRIGHT 2000 ACS 

IN Pregnan-20-one, 3-hydroxy-3- (4-hydroxy-l-pentynyl) 

[3.alpha.,3(S) ,5.beta.]- (9CI) 
MF C26 H40 03 



Absolute stereochemistry. 




L3 175 ANSWERS REGISTRY COPYRIGHT 2000 ACS 

IN Pregnan-20-one, 3-ethynyl-3-hydroxy-, (3. alpha. , 5. beta. ) - (9CI) 
MF C23 H34 02 

Absolute stereocheniistry. 




L3 175 ANSWERS REGISTRY COPYRIGHT 2000 ACS 

IN Pregnane-3,20-diol, 3, 20-dimethyl-, (3 . alpha . , 5 . alpha . ) - (901) 
MF 023 H40 02 

Absolute stereochemistry. 




L3 175 ANSWERS REGISTRY COPYRIGHT 2000 ACS 
IN Benzoic acid, 

4-[ [ (3. alpha. , 5. beta. ) -3-hydroxy-20-oxopregnan-3-yl] ethynyl] - 

, ethyl ester (9CI) 
MF C32 H42 04 



Absolute stereochemistry. 




o 
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IN 21-Norcholane-3, 20-diol, 3- ( trif luoromethyl ) (3 . alpha. , 5 .alpha . , 203) - 
{9CI) 

MF C24 H39 F3 02 
Absolute stereochemistry. 
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IN Androstan-3-ol, 17- (methoxymethylene) (3. alpha. ,5, beta. , 17E)- (9CI) 
MF C21 H34 02 

Absolute stereochemistry. 
Double bond geometry as shown. 




L3 175 ANSWERS REGISTRY COPYRIGHT 2000 ACS 

IN Pregnan-20-one/ 3-hydroxy-3- (phenylethynyl) (3 .beta . , 5. beta . ) - (9CI) 
MF C29 H38 02 

Absolute stereochemistry. 




L3 175 ANSWERS REGISTRY COPYRIGHT 2000 ACS 

IN Androstane-17-carboxaldehyde, 3-hydroxy-3-methyl-, 

(3. alpha. , 5. alpha. , 17 .beta. ) - (9CI) 
MF C21 H34 02 

J\bsolute stereochemistry. 



CHO 




HO H 
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IN Pregnan-20-one, 3-hydroxy-3-phenyl-, (3 .beta . , 5,beta. ) - (9CI) 
MF C27 H38 02 

Absolute stereochemistry. 





HOW MANY MORE ANSWERS DO YOU WISH TO SCAN? (1) :5 
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IN 19-Norpregnan-20-one, 3, 21-dihydroxy-3- ( trif luoromethyl) 

(3. alpha., 5. beta.)- (9CI) 
MF C21 H31 F3 03 

Absolute stereochemistry. 




L3 175 ANSWERS REGISTRY COPYRIGHT 2000 ACS 

IN 19-Norpregn-17 (20) -en-3-ol, 3-methyl-, ( 3 . alpha . , 5 . alpha . , 17Z)- (9CI) 
MF C21 H34 O 

Absolute stereochemistry. 
Double bond geometry as shown. 




L3 175 ANSWERS REGISTRY COPYRIGHT 2000 ACS 

IN Pregnan-20-one, 3-hydroxy-3- (2-propenyl) (3. alpha. ,5. beta. )- (9CI) 
MF C24 H38 02 

Absolute stereochemistry. 



L3 175 ANSWERS REGISTRY COPYRIGHT 2000 ACS 

IN Androstane-3, 17-dione, cyclic 3- (1, 2-ethanediyl acetal), (5. beta.)- (9CI) 
MF C21 H32 03 

Absolute stereochemistry - 



L3 175 ANSWERS REGISTRY COPYRIGHT 2000 ACS 

IN Pregnan-20-one, 3-ethynyl-3-hydroxy-, cyclic 1, 2-ethanediyl acetal, 

(3. alpha., 5. alpha. )- (9CI) 
MF C25 H38 03 

Absolute stereochemistry. 




H 



O 




H' 




H 
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IN Pregnan-2 0-one, 3- ( 3-butenyl ) -3-hydroxy- , ( 3 . alpha . , 5 . alpha . ) - ( 9CI ) 
MF C25 H40 02 

Absolute stereochemistry. 




H 
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IN Pregnan-20-one, 3-hydroxy-3- ( 4-hydroxy-l-pentynyl ) 

[3. alpha. , 3 (R) , 5. alpha. ] - (9CI) 
MF C26 H40 03 

Absolute stereochemistry. 




L3 175 ANSWERS REGISTRY COPYRIGHT 2000 ACS 

IN 19-Norpregnan-20-one, 3-hydroxy-21- (phosphonooxy) -3- (trifluoromethyl) 

disodium salt, (3. alpha. , 5. beta. ) - (9CI) 
MF C21 H32 F3 06 P . 2 Na 

Absolute stereochemistry. 
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IN Pregnane-3,20-dione, cyclic 20- (1, 2-ethanediyl acetal), (5. beta.)- (9CI) 
MF C23 H36 03 

7\bsolute stereochemistry. 
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IN 1-Propanone, 3- (dime thy land no) -1- [ (3. alpha. , 5.beta. , 17 .beta. ) -3- 

hydroxyandrostan-17-yl] - (9CI) 
MF C24 H41 N 02 




H 



• 2 Na 




Me 



H 



Absolute stereochemistry. 




NMe2 



S 



Me H 




H 



HO* 



H 
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IN Pregnan-20-one, 3- (azidomethyl ) -3-hydroxy-, (3. alpha. , 5 . alpha. ) - (9CI) 
MF C22 H35 N3 02 

Absolute stereochemistry. 



L3 175 ANSWERS REGISTRY COPYRIGHT 2000 ACS 

IN Pregnan-20-one, 3-hydroxy-3- (3-hydroxy-l-butynyl) 

[ 3. alpha. , 3 (R) , 5. alpha. ] - (9CI) 
MF C25 H38 03 

Absolute stereochemistry. 



L3 175 ANSWERS REGISTRY COPYRIGHT 2000 ACS 
IN Pregnan-20-one, 

21- {3-carboxy-l-oxopropoxy) -3-hydroxy-3- (trifluoromethyl) - 
, monosodium salt, (3 .alpha. , 5. beta. ) - (901) 



Ac 





MF C26 H37 F3 06 . Na 
Absolute stereochemistry. 




O 



O 



CO2H 



HO., 



F3C 



i 



H 



• Na 
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IN Pregnane-3, 20-dione, (5. alpha.)- (901) 
MF C21 H32 02 
CI COM 

Absolute stereochemistry. 



L3 175 ANSWERS REGISTRY COPYRIGHT 2000 ACS 

IN Pregnan-20-one, 3-f luoro-3- (hydroxymethyl) cyclic 1, 2-ethanediyl 
acetal, 

(3.alpha.,5.alpha.)- (9CI) 
MF C24 H39 F 03 

Absolute stereochemistry. 



Ac 



O 




H 




H 
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IN Pregnan-20-one, 3- ( 1-heptynyl) -3-hydroxy-, (3. alpha. , 5. beta. ) - (9CI) 
MF C28 H44 02 

Absolute stereochemistry. 



Ac 



Me 



(CH2)4— < 
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IN Pregnan-20-one, 3-hydroxy-3- [ ( 4-methylphenyl ) ethynyl] 

(3.alpha.,5.beta. )- (9CI) 
MF C30 H40 02 



Absolute stereochemistry. 




L3 175 ANSWERS REGISTRY COPYRIGHT 2000 ACS 

IN Pregnan-20-one, 3- (S-bromo-l-propynyl) -3-hydroxy-, (3. alpha. / 5. beta . ) - 
(9CI) 

MF C24 H35 Br 02 
Absolute stereochemistry. 
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IN Pregnane-3, 20-diol, (3 . alpha . , 5 .beta . , 20S) - (9CI) 

MF C21 H36 02 

CI COM 

Absolute stereochemistry. 
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ZIP CODE 



N/A 
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US-PAT-NO: 3959260 

DOCUMENT- IDENTIFIER: US 3959260 A 

TITLE: Anaesthetic steroids of the pregnane and 19-norpregnane 
series having a 

sulfur-containing group at the 21-position 
DATE- ISSUED: May 25, 1976 
INVENTOR- INFORMAT I ON : 

NAME CITY STATE 

COUNTRY 

Phillipps; Gordon Wembley N/A 

EN 

Hanley Stoke Poges N/A 

EN 

Lawrence; Robin London N/A 

EN 

Newall; Christopher Stoke Poges N/A 

EN 
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ASSIGNEE INFORMATION: 

NAME CITY STATE 

COUNTRY TYPE CODE 
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EN 03 
Limited 

APPL-NO: 5/ 488989 
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PARENT-CASE : 
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FORE I GN- AP PL- PR I OR I T Y- DATA : 
FOREIGN- PRIORITY: 

FOREIGN- PRIORITY-APPL-NO: UK 21145/72 
FOREIGN- PRIORITY-APPL-DATE: May 5, 1972 
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ZIP CODE 



N/A 



No. 356,097, filed 



REF-CITED: 

U.S. PATENT DOCUMENTS 
PAT-NO ISSUE-DATE PATENTEE-NAME US-CL 

3882151 May 1975 Phillipps et al . 260/239. 55R 

ART-UNIT: 124 

PRIMARY-EXAMINER: Roberts; Elbert L. 
ATTY-AGENT-FIRM: Bacon & Thomas 
ABSTRACT : 



steroid anaesthetics of the pregnane and 19-norpregnane series 

are 

described, the compounds possessing a 3. alpha. -hydroxy group, a 
17. alpha. -hydrogen atom, a 20-oxo group and at the 21-position 
the residue of a 

sulphur nucleophile or a sulphone or sulphoxide grouping. 
22 Claims, 0 Drawing figures 
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L5 ANSVER 1 OF 2 
ACCESSION NUMBER: 
TITLE: 



PATENT ASSIGNEE(S) i 



USPATFULL 

2000:4 7233 U5PATFULL 

Means to achittve sustained release of synergistic dru^s 
by conjufation 

Ashton, Paul. Boston, HA, United States 
Crooks, Peter Anthony, Lexington, KY. United States 
Cynlcovslci, Tadeusz, Lexington, KY, United States 
Cynkovska, Grazyna, Lexington, KY, United States 
Guo, Hone, Maiden, MA, United States 

University Of Kentucky Research Foundation, Lexington, 
KY, United States (U.S. corporation) 



L5 AMSVER 1 OF 2 USPATFULL (Continued) 



NUMBER 



KIND 



DATE 



PATENT INFORMATION: 
APPLICATION INFO.: 
RELATED APPLN. INFO. i 



DOCUMENT TYPE: 
FILE SEQtENT: 
PRIMARY EXAMINER: 
LEGAL REPRESENTATIVE: 
NUMBER OF CLAIMS: 
EXEMPLARY CLAIM: 
NUMBER OF DRAVINGS: 
LINE COUNT: 



US 6051576 20000418 

US 1997-791071 19970129 (8) 

Continuation of Sor. No. US 1995-388S55, filed on 15 

Feb 1995, now abandoned which is a continuation-in-part 

of Ser. No. US 1994-187462, filed on 28 Jan 1994 

Utility 

Granted 

MacHillan, Keith D. 
McDernott, tfiil ( Eciery 
37 




5 Drawing Figure (s); 3 Drawing Page(s) 
1243 

CAS INDEXING IS AVAILABLE FOR THIS PATENT. 

AB A codrug contposition of at least two drug coiapounds covalently linked to 
one another via a labile bond to foro a single codrug coisposition, or 
ionically linked to one another to form a single workings composition, 
and aethods of use of the codrug for the treataent of various sedical 
conditions. The codrug oay be administered by itself or in the form of a 
bioerodible or nonbioerodible substance. 

IT 169046-79-lP 

(codrug coinpns. for controlled drug delivery) 

RN 169046-79-1 USPATFULL 

CN 2,4 (lH,3H)-Pyriiiddinedione, l-[ [ (3. alpha. , 5. beta. ) -3, 1 7 -di hydroxy- 20- 
oxopregnan-21-yl]ojty] -5-fluoro- (9CI) (CA INDEX NAME) 

Absolute stereocheoistry. 
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ACCESSION NUMBER; 
TITLE: 



INVENTOR(S) : 



PATENT ASSIGNEE(S): 



1999:81622 USPATFULL 

Neuroactive steroids of the androstane and pregnane 
series 

Upasani, Ravindra B., Foothill Ranch, CA, United States 
Fick, David B., Mission Viejo, CA, United States 
Hogenkamp, Derk J., Carlsbad, CA, United States 
Lan, Nancy C, South Pasadena, CA, United States 
CoCensys, Inc., Irvine, CA, United States (U.S. 
corporation) 



NUMBER 



KIND 



DATE 



PATENT INFORMATION: 
APPLICATION INFO. : 
RELATED APPLN. INFO.: 

DOCUMENT TYPE: 
FILE SEOIENT: 
PRIMARY EXAMINER: 
ASSISTANT EXAMINER: 
LEGAL REPRESENTATIVE: 
NUMBER OF CLAIMS: 
EXEMPLARY CLAIM: 
NUMBER OF DRAWINGS: 
LINE COUNT: 



19990720 
19960606 (B) 
i-part of Ser. No. US 1995-467404, filed 



US 5925630 
US 1996-659192 
Continuation- ii 
on 6 Jun 1995 
Utility 
Granted 
Dees, Jose' G. 
Badio, Barbara 

Sterne, Kessler, Goldstein & Fox P.L.L.C. 
24 
1 

1 Drawing Figure (s); 1 Drawing Page(s) 
3047 

CAS INDEXING IS AVAILABLE FOR THIS PATENT. 

AB The invention relates to 3. alpha. -hydroxy, 17- (un) substituted 
derivatives of the androstane series and 3. alpha. -hydroxy, 
21-substituted derivatives of the pregnane series. These derivatives are 
capable of acting at a recently identified site on the GRC, thereby 
Dodulating brain excitability in a manner that will alleviate stress, 
anxiety, insonmia, mood disorders that are amenable to GRC-active agents 
(such as depression) and seizure activity. The steroid derivatives of 
this invention are those having the general structural Formula: IfSTRlff 
wherein R, R.sub.l, R.3ub.2, R.3ub.3, R.5ub.4, R.sub.S, R.sub.6, 
R.3ub.7, R.sub.e, R.sub. 9 and R, sub. 10 are further defined herein and 
the dotted lines are single or double bonds. The structure includes 
androstanes, pregnanes (R.sub. 4 ^methyl) , 19-norandrostanes, and 
norpregnanes (R.sub. 4 *H) . 

IT 186264-54-0? 166264-61-9? 106264-63-1? 
106264-86-6? 166264-87-9? 

(prepn. of neuroactive steroids of androstane and pregnane series) 

RN 1B6264-54-0 USPATFULL 

CN Pregnan-20-one, 3-hydroxy-21- (3-pyridinyloKy) -, (3. alpha. . 5. beta. ) - (9C1) 
(CA INDEX NAME) 



L5 ANSWER 2 OF 2 USPATFULL (Continued) 




RN 186264-61-9 USPATFULL 

CN Pregnan-20-one, 3-hydroxy-21- (4-pyridinyloxy) -, (3. alpha, , 5, beta. ) - (9CI) 
(CA INDEX NAME) 

Absolute stereochemistry. 




RN 186264-63-1 USPATFULL 

CN Pregnan-20-one, 3-hydroxy-3-oethyl-21- [ (6-quinolinyl) oxy] - 
(3. alpha,, 5. alpha.}- (9CI} (CA INDEX NAME) 

Absolute stereochemistry. 



Absolute stereochemistry. 
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RN 186264-86-8 USPATFULL 

CN Quinoliniun, 6- ( C (3. alpha. , 5. alpha. ) -3-hydroxy-3-methyl-20-oxopregna[i-21- 
yl]oKy]-l -methyl-, iodide (9CI) (CA INDEX NAME) 

Absolute stereochenistry. 



He 




• I- 



RN 18 6264-87-9 USPATFULL 

CN Pregnan-20-one, 3-hydroxy-21- { (l-oxido-3-pyridinyl) oxy] -, 
(3. alpha., S. beta,)- (9Cr) (CA INDEX NAME) 



Absolute stereocheiaistry. 
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=> d his 



(FILE 'HOME* ENTERED AT 09:39:01 ON 24 NOV 2000) 

FILE 'REGISTRY* ENTERED AT 09:39:27 ON 24 NOV 2000 

LI STRUCTURE UPLOADED 

L2 0 S LI 

L3 45 S LI FULL 

FILE 'CAPLUS' ENTERED AT 09:41:01 ON 24 NOV 2000 

L4 10 S L3 

L5 4 S L4 NOT PY>=1995 

FILE 'USPATFULL* ENTERED AT 09:42:12 ON 24 NOV 2000 

L6 8 S L3 

L7 4 S L6 NOT L5 

L8 4 S L6 NOT PY>=1995 

L9 0 S L8 NOT L5 



FILE 'MARPAT* ENTERED AT 09:43:18 ON 24 NOV 2000 
LIO 0 S L3 

Lll 10 S L3 FULL 

L12 8 S Lll/COM 

L13 8 S L12 NOT PY>=1995 

=> d ibib ab hitstr 1-14 
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BN S1086-89-6 CAPLUS 

CN Pregnane-ll,20-dion«, 3-hydroxy-21- [ (2-nitr<A)enzoyl) thio] -, 
(3. alpha., S. alpha.)- (9CI) (CA INDEX HAKE) 

Absolute atereoch«iiiistry. 



RN 51086-91-0 CAPLUS 

CN Pregnane-ll,20-dione, 3-hy(lcoi:y-21- [ t2-pyridinylcarbonyl) thio] -, 
(3. alpha., 5. alpha.)- (9CI) (CA INDEX NAME) 

Absolute stereochemistry. 
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0 




RN 51086-92-1 CAPLUS 

CN Pregnane-ll,20-dione, 3-hydroxy-21- t (3-pyridinylcacbonyl) thio] -, 
(3. alpha., 5. alpha.)- (9CI) (CA INDEX NAME) 

Absolute stereochemistry. 




RN 51086-99-8 CAPLUS 

CN Pre9nar»«-ll,20-dione, 3-hydroxy-21-t £2- (oethylthio) benzoyl) thio] -« 
(3. alpha., 5. alpha.)* (9CI) (CA INDEX NAME) 
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RN 51087-12-8 CAPLUS 

CN Pregnane-ll,20-dione, 3- hydroxy- 21 -[ (phenylmethyl) thio] -, 
(3. alpha., 5. alpha.)- (9CI) (CA INDEX NAME) 

Absolute stereochemistry. 



ho' 




RN 51087-25-3 CAPLUS 
CN Pregnan«-ll,20-dione, 

21- ( [ (3,6-dihydco-l (2H)-pyridinyl) acetyl] thio} -3- 

hydroxy-, (3. alpha. , 5. alpha. ) - (9CI) (CA INDEX NAME) 

Absolute stereochemistry. 



Absolute stereochemistry. 
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ACCESSION KUKBER: 
DOCUMENT NUMBER: 
TITLE: 

INVEKTOR(S) : 
Esoe 

PATENT ASSIGNEE (S) : 
SOURCE: 

DOCUMENT TYPE: 
LANGUAGE: 

FAMILY ACC. NUM. COUNT: 
PATENT INFORMATION: 



1973:515783 CAPLUS 
79:115783 

3. alpha. -Hyrf coxy- S. alpha. -flteroido 

Clayton, John C. H.i Faulkner, Petec J.i Jones, 

tfilliam Reginald) PhllUpps, Gordon H. i Bailey, 

Joan 

GlaHO Laboratories Ltd. 

Ger. Of fen., 38 pp. 

CODEN: GVXXBX 

Patent 

Gernan 
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-C^Ph 




PATENT NO. 


KIND 


DATE 


APPLICATION NO. 


DATS 


OE 2255108 


Al 


19730809 


DE 


1972-2255108 


19721110 


OE 2255108 


B2 


19761202 








DE 2255108 


C3 


19770728 








GB 1409239 


A 


19751008 


GB 


1971-52465 


19721108 


NL 7215229 


A 


1973051S 


NL 


1972-15229 


19721110 


JP 48067263 


A2 


19730913 


JP 


1972-112190 


19721110 


JP 57025560 


B4 


19820S29 








FR 2177695 


Al 


19731109 


FR 


1972-39865 


19721110 


US 3822298 


A 


19740702 


US 


1972-305246 


19721110 


CA 972744 


Al 


19750812 


CA 


1972-156154 


19721110 


OK 133470 


B 


19760524 


DK 


1972-5591 


19721110 


CH 606097 


A 


19781013 


CH 


1972-16489 


19721110 


UTY APPLN. INFO. 






GB 


1971-52465 


19711111 


3.alpha.>Hydroxypre9nan«s I and II 


[R, R3 and R5 - H, 


Mei Rl - ROi R2 



0) (15 



• H, AcO, HeO, C1(CH2)30, C1(CH2)20, PhCH20, eye lope ntylosy; X - 



H2», 



coaf>d3.> vere prepd. in 30-701 yield by redn. of I or II (R1R2 ■ O) . 
Thus, S. alpha. -pregnane-3,20-dlon* vas treated with H2IrC16 in the 
presence of (MeO) 3P to yield 64% I (R and R2-R4 - U, Rl - HO, R5 - 
X - 

H2) . I (R and R2-R4 - H, Rl - HO, RS - H, X - H2, 0) , (R5 - He, X - 
e; X • O) had anesthetic activity. 



and (R - RS • 
IT 38«01-47-7P 

RL: SPN (SyntheUc preparation)! PREP (Preparation) 
(prepn. of) 
RN 38601-47-7 CAPLUS 

CN Pr«9nane-ll,20-dione, 3-hydroxy-21-(phenyljaethoxy)-, 
(3. alpha., 5. alpha. )- 

(9CI) (CA INDEX KAK2) 

Absolute stcreocheaistry. 
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in AHSVER 5 OF 14 CAPLUS COPYRIGOT 2000 ACS 



ACCSSSICVJ LtlKBEn: 
OOCWEHT NUMBER: 
TITLE: 

IKVENTOR(S) : 
Grttgory* 

R.I 

PATS^r^ assignee (S) : 

SOURCE: 

DOCUKDfr TYPE: 
LANGUAGE: 

FAMILY ACC. HUM. COUNT: 
PATENT INFORMATION: 



1973:4666'}2 CAPLUS 
79:66672 

21- (Acyloxy) -3.«lpha. -hydroaiypr«gn«nta 
Cook, Martin Chri8toph«rr Davis, B«nl«iaini 

Gordon I.i N«vall, Christopher E.r Ptarea, Dartk 

PhilUps, Gordon H.i Vale, Niall G. 
Glaxo Laboratories Ltd. 

Brit., 6 pp. Division of Brit. 1,317,184. 
CODENt BRXXAA 
Patent 
Eng lish 



PATENT NO. 



KINO DATE 



APPLICATION NO. DATS 



GB 131718S A 19730516 GB 1972-33162 19690620 

AB 21- (Acyloxy) -3. alpha. -hydroxypregnanes, solubiUring promoters for 

3. alpha. -hydroaty-5. alpha. -pregnane-ll,20-dione (I), (R - H) were 
prepd. 

froa I (R - H) or 3-0-3ubstituted deriva, by reaction with PbtOAc)4, 



and 
and 



from I (R - Br) by treatment with R1C02H (Rl - Et, Me2CHCH2, and Ph) 

NEt3. 
IT 32226- 13-4P 

RL: SPN (Synthetic preparation)* PREP (Preparation) 
(prepn. of) 
RN 32226-13-4 CAPLUS 

CN Pregnane-ll,20-dione, 21- (benzoyloxy) -3- hydroxy-, (3. alpha., 5. alpha. ) - 
(9CI) (CA INDEX HAKE) 

Absolute stereocheraistry. 



■A 
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ACCESSION NUMBER: 
DOCUMENT NUMBER: 
TITLE: 

n-vinylidene 

INVENTORIS) : 
PATENT ASSIGNEE (S) : 
SOURCE: 

DOCUMENT TYPE: 
LANGUAGE: 

FAMILY ACC. NUM. COUNT: 
PATENT IMFOJWATIOH: 

PATENT NO. 



1973:148138 CAPLUS 
78:148138 

17. alpha. -Hydroxy- 20 -oxo- and 17. alpha., 
21-dihydroxy-20-oxopr«gnanes and their 

intermediates 

Ccabbe, Pierre; Velarde, Esperanza 

Syntax Corp. 

Ger. Of fen., 46 pp. 

CODEN: GVXXBX 

Patent 

German 



KIND DATE 



APPLICATION NO. QATE 



DE 2141127 Al 19730301 DE 1971-2141127 19710817 

AB Diacetoxyethynylandrostane I was treated with Zn dust in refluxing 
diglyme 

to give the vlnyUdeneandrostane II, which was oxidized by Os04 to 

yield 

the dihydroxypregnanone III. Oxidn. of fluotovinyUdeneandrostanol 

IV by 

CH3CO20H gave a nixt of pregnanone V and hydroxypregnanone VI. 
Approx. 70 

compds. were prepd. including the 17-vinyUdene derivs. of 
1,2- (dif luoromethylene) androst-4 -en-3-one, 16, alpha. -methyl- 3. beta. - 
hydroxy- androstan-ll-one, and 6.alpha.-chloroandro9t-4-en-3-one. 
IT 35458-61-eP 36025-59-8P 

RL: SPN (Synthetic preparation); PREP (Preparation) 
(prepn. of) 

RN 35458-61-8 CAPLUS , , _ 

CN Pregnan-20-one, 3- (acetyloxy) -21- [ (3-chlorobenzoyl) oxy] -17-hydroxy-, 
(3.beta.,5.alpha.)- (9CI) (CA INDEX NAME) 

Absolute stereochemistry. 
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(3. beta. ,5. alpha. ,6. beta. ,16. alpha.)- (9CI) (CA INDEX NAME) 

Absolute stereochemistry. 





RN 36025-59-9 CAPLUS 
CN Pregnan-20-one, 

21- t ( 3-chlorobenzoyl) oxyl -3, 17-dlhydroxy-6, 16-dimethyl-, 
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ACCESSION KUHBKR: 
DOCUMENT NUMBER: 
TITLE: 

INVEIITOB(S): 
Eaclt 

PATENT ASSIGNEE (S): 
SOURCE: 

DOCUMENT TYPE: 
LANGUAGE: 

FAMILY ACC. NUM. COUNT: 
PATENT IHFOBHATION: 



1972:5H701 CAPLUS 
77:1H701 

3 . alpha . -Hyd roxy- S . alpha . -prtt^nana- 1 1 » 20-<liont9 
PhilUpps, Gordon Hanltyi Ntvall, Chciatopher 

Glaxo Laboratories Ltd. 
G«r. Offen., 4S pp. 
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^O^Ph 



Patent 
German 

1 




PATENT NO. 


KINO 


OATS 


APPLICATION NO. 


DATE 


OZ 2162594 


A 


19720706 


DB 1971-2162594 


19711216 


HL 7117249 


A 


19720620 


NL 1971-17249 


19711216 


PR 211S118 


A5 


19720728 


FR 1971-45226 


19711216 


FR 2118116 


01 


19751128 






US 38821S1 


A 


19750 S06 


US 1971-208961 


19711216 


CA 99S662 


Al 


19760824 


CA 1971-130271 


19711216 


US 3969345 


A 


19760713 


US 1975-551315 


197S0220 


PRIORITY APPLH. INFO. 






GB 1970-60065 


19701217 








US 1971-208961 


19711216 


AB Tventy title con 


pds. 


EI, B - H2, 


Oi Rl - H, AC, 02NJ 


R2 - a. He 



H, 

.b«ta.-HeO, .alpha. -OH, R4 - OHe, OEt, 0CBMe2, O(Ca2)20He, OC6H4HH2-p, 
0(CH2)2C1, 2-iaorpholino«thoxy, 2- (4-iiiethylpiper8ri.nyl) ethoxy, 
0(CH2)2CN, 

0(CH2J2C02Et, 0(CH2)2C1, 0(CH2)3C1, 0CH2Ph, cyclohexyloxy] , useful was 
anesthetics, vere prepd. by ctethylation of the corresponding 21-diazo 
coxapd. Thus, 21 -diazo-3. beta. -nitrato-5. alpha. -pregnane-ll,20-dione 

in 

dry CH2C12-Me0H was refluxed with 14% BF3.HeOH 25 nin to give I (R - 

0, Rl 

. H02. R2 - R3 - H, R4 - OHe), which was stirred with Zn powder in 



HOAC 



■ O, Rl - R2 - R3 - H, R4 - OHe) . 



S hr to give I (R • 
IT 38601-47-7P 

RL: SPN (Synthetic preparation)! PREP (Preparation) 
(prepn. of) 
RN 38601-47-7 CAPLUS 

CN Pregnane-ll,20-dione, 3-hydroify-21- (phenylmethoxy) -, 
(3. alpha. ,5. alpha. )- 

(9CI) (CA INDEX NAME) 

Absolute stereocheodstry. 
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ACCESSION NUMBER: 
DOCUMENT NUMBER: 
TITLE: 

17. alpha. , 21-dihydroKy- 



INVENTOR(S): 
PATENT ASSIGNEE (S): 
SOURCE: 

DOCUMENT TYPE: 
LANGUAGE: 

FAMILY ACC. NUM. COUNT: 
PATENT INFOBMATION: 



1972:514688 
77:114688 

17. alpha. -Hyd roxy- 20 -Oxo- and 

20-oxo/pregnanes and their derivatives and 
intermediates 

Crabbe, Pierrei Velarde. Esperanza 

Syntex Corp. 

U.S., 14 pp. 

COOEN: USXXAM 

Patent 

English 




PATENT NO. 



KIND DATE 



APPLICATION NO. DATE 



US 3681410 
GB 1313148 
ES 383319 
PRIORITY APPLH. INFO. ; 



19720801 US 1970-62201 19700807 

19730411 GB 1970-41785 19700901 

19730116 ES 1970-383319 19700902 

US 1969-854742 19690902 

US 1970-62201 19700807 
prepd. by treating the 



AB 17-Vinylidene steroids, 

17. beta. -ace toxy- 17. alpha. - 

ethynyl deriv. with Zn dust, were oxidized with 0s04 to give the title 
compds. Thus, androstane (I, R - .beta.-AcO, . alpha. -H; Rl - 

.beta.-OAc, 

. alpha. -C.tplbond.CHi R2 - R4 - H, R3 - H2) was added to a mlxt. of Zn 
dust and He(0CH2)20Me and the mixt. refluxed 7.5 hr to give I (R - 
.beta.-AcO, . alpha. -m Rl - C:CH2» R2 - R4 - H» R3 - H2) . This was 
oxidized in pyridine with Os04 at 20, degree, to give I (R - 

.beta.-AcO, ^ 

. alpha. -H> Rl - .beta. -C0CH20H, .alpha. -OH; R2 - R4 - H» R3 - H2) . An 
addnl. 16 I (R - .beta.-AcO, . alpha. -H» .beta. -OH. . alpha. -H» 

0{CH2)2r Rl 

- C:CH2i .b«ta.-COCH20H, -alpha. -Hi .alpha. -02CC6H4C1-B. .beta.-Eti 
.beta.-O0CH202OC6H4Cl-a, . alpha. -OHi .alpha. -AcO, -beta. -Ac; R2 - F, 

.beta. -OH, H; 0; R4 - Me, H, OH] and their .DELTA. 4 and .DELTA. 4, 6 
derivs. were prepd. in an analogous manner. 
IT 33458-61-8P 3602S-59-9P 

RL: SPN (Synthetic preparation); PREP (Preparation) 
(prepn. of) 

RN 35458-61-8 CAPLUS , , 

CN Pregnan-20-one. 3- (acetyloxy) -21- [ (3-chlorobenzoyl) oxy] -17-hydroxy-. 
(3.beta..5.alpha.)- (9CI) (CA INDEX NAME) 



RN 36025-59-9 CAPLUS 
CN Pregnan-20-one. 

21- [ (3-chlorobenzoyl) oxy] -3, 1 7 -di hyd roxy- 6, 16-diinethyl-, 

(3.beta..5.alpha..6.beta.,16.alpha.)- (9CI) (CA INDEX NAME) 

Absolute stereochemistry. 




Absolute stereochemistry. 
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ACCESSION NUMBER: 
DOCUMENT NUMBER: 
TITLE: 

INVENTOR (S) : 
E*rl9t 

PATENT ASSIGNEE (S) : 
SOURCE: 

DOCUMENT TYPE: 
LANGUAGE: 

FAMILY AOC. NUM. COUNT: 
PATENT INFORMATION: 



19'72:&02035 CAPLUS 
77:102O3S 

3 . alpha . -Ryd roxy- 5 . a lph« . -p r eg nan* - 11 . 20-<lion«9 
Phillipps, Cordon Hanltyi Nevall, Christophflr 

Cook, Martin Christophar 

Glaxo Laboratories Led. 

Gar. Of fan., 35 pp. 

CODEN: GV30CBX 

Patartc 

Garman 



PATENT NO. 


KIND 


OATS 


APPLICATION NO. 


DATE 


DE 2162592 


A 


19720706 


DE 


1971-2162592 


19711216 


BE 776787 


Al 


19720616 


BE 


1971-111747 


19711216 


NL 7117250 


A 


19720620 


NL 


1971-17250 


19711216 


FR 2118119 


AS 


19720728 


FR 


1971-45227 


19711216 


FR 2118119 


Bl 


19751128 








AU 7136960 


Al 


19730621 


AU 


1971-36960 


19711216 


US 3883569 


A 


19750513 


US 


1971-208985 


19711216 


CA 979885 


Al 


19751216 


CA 


1971-130274 


19711216 


ZA 7108464 


A 


19730829 


ZA 1971-8464 


19711217 


PRIORITY APPLN. INFO. 






GB 


1970-60066 


19701217 



Sixteen 3. alpha. -hydroxy-11, 20-dioxo-5. alpha. -pre9nan-2l-yl asters 
(I. R - 

H, HeOf Rl - 02CCH2C6H4NH2-P, nicotinoylojty, 02CCH2C1, 02CCH2I, 
02CCH2NMe2, mocpholinoacetoxy, 4-c8ethyl-l-piperazinylacet03iy, 0C02Et, 
02CCH2NH2, 02CCH2NEt2, O2CCH2C6H4N02-p) wera prepd. by bromination of 

I (R 

- B, KeOi R <■ U) at the 21 position followed by reaction vith the 
corresponding acid. Thus, I (R - Rl - H) in MaOH was treated vith Br 

in 

the presence of AcCl to give I (R - H, Rl - Br), nrhich reacted with 
P-02NC6H4CH2C02H to give 1 (R - H, Rl - 02CCH2C6H4»02-p) . 

IT 38392-70-OP 38392-7i-lP 38392-72-2P 

RL: SFN (Synthetic preparation)! PREP (Preparation] 
(pcepn. of) 

RN 33392-70-0 CAPLUS 

CN Pregnane-11.20-dione, 3-hydtoxy-21-t( (4-nitrophenyl)acetyllo»yl-, 
(3. alpha. .5. alpha.}- (9CI) (CA INDEX NAME) 

Absolute stereocheiaistry. 




RN 38392-71-1 CAPLUS 

CN Pregnane-ll,20-dione, 21-[ [ (4-aiainophenyl) acetyl] oxy) -3-hydro3ty-, 
(3. alpha., 5. alpha.)- (9CI) (CA INDEX NAME) 

Absolute stereochemistry. 




RH 38392-72-2 CAPLUS 

CN Pregnane-ll,20-dione, 3-hydroxy-21-[ (3-pyridinylcarbonyl) oxyj - 
(3. alpha., 5. alpha.)- (9CI) (CA INDEX NAME) 

Absolute stereocheaistry. 
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ACCESSION NUMBER; 
DOCUMENT NUMBER: 
TITLE: 

progestational 



INVENTOR (S) : 
PATENT ASSIGNEE(S)] 
SOURCE: 

DOCUMENT TYPE: 
LANGUAGE: 

FAMILY ACC. NUM. COUNT: 
PATENT INFORMATION: 



1972:141212 
76:141212 

Intermediates and process for preparing 

and antiinflammatory 17. alpha, -hydroxy- and 

17.alpha. ,21-dihydroxy-20-oxo pregnanes and their 

derivatives 

Fried, John H. 

Syntex Corp. 

U.S., 11 pp. 

CODEN: USXXAH 

Patent 

Eng lish 



PATENT NO. 



KIND DATE 



APPLICATION NO. DATE 
US 1969-854746 19690902 



in 



US 3637670 A 19720125 

AB The title pregnanes were prepd. by treating 17-oKoandro3tane3 with 
Ph3P:CH2 (I), converting the 17-methyleneandrostanes obtained to 
17-spiroandrostanes with a dihalocarbene, converting these to 
17-vinylidene-androstanes, and oxidizing the latter. Thus, 
5. alpha. -androatan-3. beta. -ol-17-one [II, R - H, (R1R2) - 0} with 
C6H6-Me2S0 14 hr at 85. degree, gave II [R - H, (R1R2) - CH2) , which on 
refluxing with CHBr3-KOCMe3 in Me3C0H-C6H6 gave II (R - H, (R1R2) - 
CBr2CH2] . This was treated with BuLi in Et20 at -10. degree, to give 

II [R 

- H, (R1R2) - C:CH2], which was acetylated to give II tR - Ac, (R1R2) 

C:CH2] (III). Ill was oxidized with 0s04 in pyridine 10 days at coon 

temp, to give II (R - Ac, Rl - OH, R2 - H0CH2CO) . 
IT 35458-61-8P 36025-59-9P 

RL: SPH (Synthetic preparation); PREP (Preparation) 
(prepn. of) 
RN 35458-61-8 CAPLUS 

CN Pregnan-20-one, 3- (acetyloxy) -21- E (3-chlorobenzoyl) oxy] -17-hydroicy-, 
(3. beta., 5. alpha.)- (9CI) (CA INDEX NAME) 

Absolute atereochecdstry. 




09/321, 882 



Page 18 
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RN 36025-59-9 CAPLUS 
CN pr*9nan-20'On«, 

21-( (3-chlorot>«nzoyl)exyl-3, X7-dihydroaty-6, 16-<liB«thyl-, 

(3.b«ta.,5.alpha.,«.b«c«.,16.alpha.)- (9CI) (OA INDSX NAHE) 

Absolut* 3t«rtochtiai9try. 




ACCESSION NUHBSR: 
DOCUKEKT NUMBER: 
TITLE: 

AUTHOR(S) I 
P.I 



CORPORATE SOURCE; 
SOURCE: 



DOCUMENT TYPE I 
LANCUAGS: 



1972:46379 CAPLUS 
76:46378 

Tvo-9t«p synthesis of th* prAgnane and corcicoid 
sidachains 

Biollaz. H.I HaefU^er, v.; Velarde, E.; Crabbe, 
Fried, J. H. 

Res. Lab., Syntex. S. A., Mexico D. F. , Hen. 
J. Chem. Soc. D. (1971), (21), 1322-3 
CODENi CCJDAO 
Journal 
English 

AB 17.alpha.-£thynyl-3.beta.,17.b«ta.-diacetoxy-5.alpha.-androstan« vas 

reduced vith Zn dust in refluxing anhyd. di^lyoe to ^ive 861 the 
alien* 

(I). I reacted vith 0304-pyridin* in benzene, folloved by cleavage 
of th* 

osoat* ester (Na2S03-KHC03) , to give S3I 17. alpha. , 21-diol (II). I 
reacted vith excess i&-chiorciperbenzoic acid in CHC13 buffered vith 
N82HP04 

to give a pregnane-3. beta. , 17. alpha. -diol on hydrolysis. 
IT 3S45e-«l-BP 

RL; SFN (Synthetic preparation)} PREP (Preparation) 
(prepn. of) 
RN 35458-61-8 CAPLUS 

CN Pregnan-20~one, 3- (acetyloxy) -21- { (3-chlocobenzoyl)oxy] -17-hydrojty-, 
(3. beta., S. alpha.)- (9CI) (CA INDEX NAHE) 

Absolute stereochemistry. 
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ACCESSION NUMBER: 
DOCUMENT NUMBER: 
TITLE: 

INVENTOR (S) : 
Z.J 

Gordon 

PATENT ASSIGNEE (S) : 

DOCUMENT TYPE: 
LANGUAGE: 

FAMILY ACC. NUM. COUNT: 
PATENT INFORMATION: 



1971:464114 CAPLUS 
75:64114 

Anesthetic pharmaceutical preparations containing 
3. alpha. -hydroxy-S. alpha. -pregnane- 11, 20-dione 
Davis, Benjamin! Pearce, Derek R.) Cook, Martin 
Christopher) Veir, Niall G.i Nevall, Christi^her 

Ayres. Barry E.» Gregory, Gordon I.i Phillif^, 

H. 

Glaxo Laboratories Ltd. 

S. African, 57 pp. 

COOEN: SFXXAB 

Patent 

EngUsh 

2 



PATENT NO. 


KIND 


DATE 


APPLICATION NO. 


DATE 


ZA 


7003861 


A 


19710224 


ZA 


1970-3861 


19700608 


GB 


1317184 


A 


19730516 


GB 


1969-31371 


19690620 


BR 


6915173 


AO 


19730208 


BR 


1969-215173 


19691215 


IL 


34713 


Al 


19750625 


IL 


1970-34713 


19700612 


US 


3714352 


A 


19730130 


US 


1970-47163 


19700617 


BE 


752165 


A 


19701218 


BE 


1970-752165 


19700618 


SE 


406038 


C 


19790510 


SE 


1970-8517 


19700618 


SB 


406038 


B 


19790122 








NL 


7009002 


A 


19701222 


NL 


1970-9002 


19700619 


NL 


169480 


B 


19820216 








NL 


169480 


C 


19820716 








FR 


2052999 


Al 


19710416 


FR 


1970-22783 


19700619 


FR 


2052999 


A5 


19710416 








FR 


2052998 


Al 


19710416 


FR 


1970-22782 


19700619 


FR 


2052998 


A5 


19710416 








0£ 


2065332 


Al 


19730405 


DE 


1970-2065332 


19700619 


E3 


38094 3 


Al 


19730701 


ES 


1970-380943 


19700619 


OS 


2065513 


Al 


19740404 


DE 


1970-2065513 


19700619 


AT 


315375 


B 


19740527 


AT 


1970-5555 


19700619 


DK 


129390 


B 


19741007 


DK 


1970-3179 


19700619 


NO 


133716 


B 


19760308 


NO 


1970-2396 


19700619 


CA 


1001073 


Al 


19761207 


CA 


1970-85973 


19700619 


JP 


48043905 


B4 


19731221 


JP 


1970-53223 


19700620 


CH 


578016 


A 


19760730 


CH 


1975-2408 


19700622 


CH 


591517 


A 


19770930 


CH 


1970-9417 


19700622 


US 


3763195 


A 


19731002 


US 


1971-114036 


19710209 


US 


3816624 


A 


19740611 


US 


1971-208922 


19711216 


DK 


134996 


B 


19770221 


OK 


1971-6420 


19711229 


AT 


7207108 


A 


19750315 


AT 


1972-7108 


19720817 


JP 


51040135 


B4 


19761101 


JP 


1972-93152 


19720916 


US 


37614 35 


A 


19731225 


US 


1973-321274 


19730105 


SE 


401512 


8 


19760516 


ss 


1974-2197 


19740219 


CA 


1037026 


A2 


19760822 


CA 


1975-217940 


19750115 


PRIORITY APPLN. INFO. t 






GB 


1969-31371 


19690620 










US 


1970-47163 


19700617 










CA 


1970-65973 


19700619 
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DK 1970-3179 19700619 
CH 1970-9417 19700622 

AB 3.beta. -Ace toxy- 5. alpha. -pc eg n- 16- ene- 11, 20-dione in dioxane and aq. 

KOH 

was Icept 1 hr at room temp, and heated 1 hr at 40. degree, to give 

3. beta. -hydroxy-5. alpha. -pregn-16-ene-ll, 20-dione. This in dry CSH5N 

vas 

treated vith p-HeC6H4 S02C1 to give the 3.beta. -p-toluenesulfonate. 

This 

in aq. DHF heated 2.5 hr at 11 5. degree, with KQAc and worked up gave 
3. alpha. -hydtoxy-5. alpha. -pregn-16-ene-ll, 20-dione, hydrogenated over 

5« 

Pd-C to give 3. alpha. -hydroxy-5. alpha. -pregnane-11, 20-dione. Many 

other 

examples, and compns. for use, were given. 
IT 32228-13-4P 

RLi SPN (Synthetic preparation) f PREP (Preparation) 
(prepn. of) 
FN 32226-13-4 CAPLUS 

CN Pregnane- 11, 20-dione, 21- (benzoyloxyj -3-hydroxy-, (3. alpha. , 5. alpha. ) - 
(9CI) (CA INDEK NAME) 

Absolute stereochemistry. 




09/321,882 
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ACCESSION NUKEER: 
DOCUMZirr KUKBER: 
TITLE: 

INVEHTOA(S) : 
GreQory, 

PATENT ASSIGNEE (S): 
SOURCE: 

DOCUMEWT TYPE: 
LANGUAGE: 

FAMILY ACC. NUM. COUNT: 
PATENT INFORMATION: 



1971:420793 CAPLUS 
75:20793 

An«3th«tic st«roldJl c ocpositiona 

Davla, B«njaoinf P«arce« 0«rek R.; Cook. Martin 

Chriatophari Weir, Niall G.» Ayras, Barry E.i 

Gordon I.i Phillif^, Gordon Hanlay 

Glaxo Laboratorias Ltd. 

Gar. Of fan. , S3 pp. 

CODEN: GVXXBX 

Patant 

Gamtan 



PATENT HO. 


KIND 


DATE 


APPLICATION NO. 


DATE 


DE 


2030402 


A 


19710121 


DE 


1970-2030402 


19700619 


DE 


2030402 


B2 


197504 30 








DE 


2030402 


C3 


19751211 








GB 


13171S4 


A 


19730516 


GB 


1969-31371 


19690620 


BR 


6915173 


AO 


19730208 


BR 


1969-215173 


19691215 


IL 


34713 


Al 


19750625 


IL 


1970-34713 


19700612 


US 


3714352 


A 


19730130 


US 


1970-47163 


19700617 


BE 


752165 


A 


19701218 


BE 


1970-752165 


19700618 


S£ 


406038 


C 


19790510 


SE 


1970-8517 


19700618 


SE 


406038 


B 


19790122 








NL 


7009002 


A 


19701222 


NL 


1970-9002 


19700619 


NL 


169480 


B 


19820216 








NL 


169480 


C 


19820716 








FR 


20S2999 


Al 


19710416 


PR 


1970-22783 


19700619 


FR 


2052999 


A5 


19710416 








FR 


20S2998 


Al 


19710416 


FR 


1970-22782 


19700619 


FR 


2052998 


A5 


19710416 








DE 


2065332 


Al 


19730405 


DE 


1970-2065332 


19700619 


ES 


380943 


Al 


19730701 


ES 


1970-380943 


19700619 


DE 


2065513 


Al 


19740404 


DE 


1970-2065513 


19700619 


AT 


315375 


B 


19740527 


AT 


1970-5555 


19700619 


DK 


129390 


B 


19741007 


DK 


1970-3179 


19700619 


NO 


133716 


B 


19760308 


NO 


1970-2396 


19700619 


CA 


1001073 


Al 


19761207 


CA 


1970-85973 


19700619 


JP 


48043905 


B4 


19731221 


JP 


1970-53223 


19700620 


CH 


578016 


A 


19760730 


CH 


1975-2408 


19700622 


CH 


591517 


A 


19770930 


CH 


1970-9417 


19700622 


US 


3763195 


A 


19731002 


US 


1971-114036 


19710209 


US 


3816624 


A 


19740611 


US 


1971-208922 


19711216 


OK 


134996 


B 


19770221 


DK 


1971-6420 


19711229 


AT 


7207108 


A 


19750315 


AT 


1972-7108 


19720817 


JP 


51040135 


B4 


19761101 


JP 


1972-93152 


19720916 


US 
SE 


3781435 


A 


19731225 


US 


1973-321274 


19730105 


401512 


B 


19780516 


SE 


1974-2197 


19740219 


CA 


1037026 


A2 


19780822 


CA 


1975-217940 


19750115 
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PRIORITY APPLW. IKFO. : GB 1969-31371 19650620 

US 1970-47163 19700617 
CA 1970-85973 19700619 
DK 1970-3179 19700619 
CH 1970-9417 19700622 

AB Aq. solna. contg. oora than 1 09/0! 
3. alpha. -bydroxy-5. alpha. -pra^nana- 

11,20-diona (I) wara prapd. by addn. of core than It of a nonionic 
surface 

active cOBpd. (HLB-value 9-18) that is tolerated in parental 
application, 

such as polyathoaylated darivs. of fatty C12-20 glyceride oils, a. 9. 
Creoophor EL (It), a polyethosylated castor oil contg. about 40 
ethylene 

oxide units per triglyceride unit, polyoxyethylene polyoxypropylene 
ethers, polyoxyethylene ethers of alkyl phenols, etc. Thus, 
3.beta.-acetoxy-5.alpha.-pregn-16-ene-ll, 20-dione vas sapond. with 
aq. vaOH 

to give 3. beta. -hydroxy-5. alpha. -pregn-16-ene- 11, 20-dione, which was 
converted into the 3.beta. -tosylate (III) with p-HeC6H4S02Cl. 
Treatment 

of III with BOAc in DMF-H20 2,5 hr at 115. degree, gave 
3.alpha.-hydroxy-5.alpha.-pregn-16-«ne-ll, 20-dione, which was 
hydrogenated 

in THF over 5% Pd/C to give I. Also prepd. were 4 21-acyloicy derivs. 

of I 

and nitrate and hemisuccinate esters of pregnan-3 (and 21)-ol3. I 
(0.03) 

pulverized to 5 .ou. particles, and 2 g II were nixed and warned in 
N-atn. 

to 70. degree, until a soln. was obtained. Subsequent diln. with H20 
contg. 0.025 g NaCl to 10 nl with stirring gave a homogeneous soln. 

IT 3222S-13-4P 

RL: SPN (Synthetic preparation)* PREP (Preparation) 
(prepn. of) 

RN 32226-13-4 CAPLUS 

CH Pregnane-11, 20-dione, 21- (benzoyloxy) -3-hydroxy-, (3. alpha. , 5. alpha. ) - 
(9CI) (CA INDEX KAHE) 

Absolute stereochemistry. 
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ACCESSION NUMBER: 
DOCUMEKT NUMBER: 
TITLE: 

PATENT ASSIGNEE (S) : 
SOURCE: 

DOCUMENT TYPE: 
LANGUAGE: 

FAMILY ACC. NUM. COUNT: 
PATENT INFORMATION: 



1970:121828 CAPLUS 
72:121828 

Pregnane ethers as orally effective 

Di ne ra lo- co r ti coids 

Merck, E., A.-G. 

Brit., 9 pp. 

(XOEN: BRXXAA 

Patent 

English 



PATENT NO. 



KIND DATE 



APPLICATION NO. DATE 



19700311 



GB 1183899 -- 
PRIORITY APPLH. INFO. : DE 19671213 

AB Title compds., orally effective mineralo-corticoids without 
glucocorticoid 

side effects, were prepd. Thus, 100 ng 
3. alpha. , 21-dihydroxypregn-4-en-20- 

one 3-(p-toluenesulfonate) was kept 24 hr in 5 nl HeOH contg. 10 ng 
p-HeC6H4S03H to give 3. alpha. -net hoxy-21-hydroxypregn-4-«n-20-one 
(I), a. 

143-5. degree.. This (500 tag) , 3 nl pyridine, and 3 ml Ac20 stirred 3 

gave 3.alpha. -ittethoxy-21-acetoxypregn-4-en-20-one. 20,20- 

Ethylenedioxypregn-4-ene-3.beta.,21-diol (2.6 g) and 230 mg 
p-HeC6H4S03H 

in 1.3 1. HeOH kept 8 hr gave 
3.beta.-»ethoxy-21-hydroxypregn-4-en-20-one, 

n. 101-3. degree, and I (aepd. by chroraatog. on silica gel). Other 

°^(.apprx.l0) were also prepd. 
IT 26e23-69-8P 

RL: SPN (Synthetic preparation)) PREP (Preparation) 
(prepn. of) 
RN 26623-69-8 CAPLUS 

CH Pregn-4-en-20-one, 3.beta. -methoxy-21- (trityloxy) - (8CI) (CA INDEX 
NANS) . 

Absolute stereochemistry. 



He I 
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ACCESSION mJHBER: 

DoaaasiT komber: 

TITLE: 

dtrivativ«9 *s 

IKVEllTOR{S)J 

PATEHT ASSIGNEE (S) : 

SOURCE: 

87,228, 



DOCUHEWT TYPE: 
lANGUAGE: 

FAMILY ACC. NUM. COUNT: 
PATENT INFORMATION: 



1991:18SS$1 CAPLUS 
1I4I18S851 

Pr«paratlon and fonaulation of prc^nan* 
antiangiogtiKsls agints 

Aristoff, Paul A.j Slculnick, Harvey 1.$ Vitrenga, 
Vindtll 

Upjohn Co., USA 

U.S., 17 pp. Cont.-in-part of U.S. Ser. No. 

abandoned. 
CODEN: USXXAH 
Patent 
English 
2 



PATENT m. 



US 4975537 
PRIORITY APPLH. INFO.: 



KIND DATE 
A 19901204 



APPLICATION NO 



US 1989-351977 19890515 

US 1985-790564 19851023 

US 1985-811866 19851220 

US 1987-87228 19870619 



OTHER SOURCE (S); MARPAT 114:18 5851 

AB Title steroids I (Rl - .beta. -He, .beta.-Eti R2 - H and R3 - O, OH, 
alkoxy, alkanoyloxy, (un) substituted aroyloxy, a ralkanoyloxy, 
heteroaroyloxy, carbamoyloxy, aryloxycarbonyloKy, alkoxycarbonyloxyi 

R2 - 

. alpha. -Cl, R3 - .beta.-Cl; R2R3 - 0, bond; R2 - . alpha. -E, R3 - 
.beta. -OH; R4 - H, He, CI, F; R5 - H, OH, F, CI, Br. He, Ph, CH:CH2, 
CH2CH:CH2; R6 - H, He; R9 - H, OH. He, F, CH2; RIO - H, OH, He; R9R10 

bond; R12 - H; R13 - OH, 0, 0P{0) (OH) 2, 02C(CH2) nC02H; n - 2-6; R14 - 

H) 

B12R14 - bond; R15 - O, H(0H); R23 - OH or various decivs.i niOR23 - 
. alpha. -OP (O) (OH) O; various specific provisos and excluded compds.] 

are 

prepd. as anti angiogenic agents. Oropiri.se addn. of 0.68 laL distd. 

pyr^hosphoryl chloride to 1.65 g 
6 . alpha . - f luo r o- 1 7 , 2 1 -di hyd roxy- 16 . be ta . - 

iBethyl-3,20-dioxopregna-4,9(ll)-diene in THF at -35. degree, gave 
91.51 of 

the corresponding 21-phosphate deriv. (II). At 50 .mu.g/lO .mi.L 
polymeric vehicle in chick embryos and in the presence of a similar 

amt. 

of heparin, II inhibited angiogenesis by 581 of control. An 
injectable 

soln, contained 155 ntg II.2Na and dil. HaOH (to pH 5.3) in steri/e 
H20 to 

1 mL. 
IT 111245-66-OP 

RL: SPN (Synthetic preparation) ; FORM (Forcaation, nonprepatatdve) i 

PREP 
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CN Pregn-9(11) -en-20-one. 

21- (benzeyloxy) -6-f luoro-3, 17-dihydroxy-16-nethyl-, 
(5.alpha.,6.alpha.,16.beta.)- (9CI) (CA INDEX 

Absolute stereochemistry. 




L17 ANSWER I OF 14 CAPLUS COPYRIGHT 2000 ACS (Continued) 
(Preparation) 

(formation of, in prepn. of antiangiogenesis 
RN 1U245-66-0 CAPLUS 
CN Pregn-9 (11) -en-20-one, 

21- (benzoyloxy) -6-f luoro-3, 17 -di hydroxy- 16-ne thy L 

(3. alpha., S. beta., 6. alpha., 16. beta.)- (9CJ>' (CA INDEX NAME) 

Absolute stereochemistry. 



7-lP 133442-74-7P 

(Reactant) ; SPN (Synthetic preparation) ; PREP (Preparation) 
^(prepn. and reaction of, in prepn. of antiangiogenesis agents) 
^1245-67-1 CAPLUS 
tregn-9 (11) -en-20-one, 
21/fbenzoyloxy) -6-f luoro-3, 17-dihydro3Ey-16-Dethyl-, 

(3. beta.. 5. beta.. 6. alpha., 16. beta.}- (9CI) (CA INDEX NAME) 

Absolute stereochemistry. 




RN 133442-74-7 CAPLUS 
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ACCESSION NUMBER: 
DOCUMENT NUMBER: 
TITLE: 

INVENTOR(S) J 

PATENT ASSIGNEE(S): 
SOURCE: 

DOCUMENT TYPE; 
LANGUAGE: 

FAMILY ACC. NUM. COUNT: 
PATENT IMTORHATIOH: 



1976:478264 CAPLUS 
85:78264 

21 -Substituted pregnanes 
Phlllipps, Gordon H. ; Lawrence, Robin; 
Christopher E, ; Wright, Michael 
Glaxo Laboratories Ltd.. Engl. 
Brit., 21 pp. 
COQEN: BRXXAA 
Patent 
English 
2 



PATENT NO. 



KIND DATE 



APPLICATION NO. DATE 



GB 1432135 
BE 799103 
NL 7306233 
DE 2322560 
FR 2183794 
ZA 7303036 
JP 4904 7361 
AU 735S285 
^5f39S9260M 
PRI ORI TY#APP LNT'iNFo" 



19760414 
19731105 
19731107 
19731115 
19731221 
19740424 
19740508 
19741107 
#19J.60.S25^ 



GB 1972-21145 
BE 1973-130750 
NL 1973-6233 
DE 1973-2322560 
FR 1973-16111 
2A 1973-3036 
JP 1973-50184 
AU 1973-55285 
^USjl 9JJr 4 8 8 989^ 
irGBll972^Tr'4V^ 
US 1973-356097 



19730S04 
19730504 
19730504 
19730504 
19730504 
19730504 
19730504 
19730504 

tmjOj^fjSft 
W720S05*' 
19730501 



Forty title coiapds. I 



■ H, Me, alkoxy; Rl, R2 - H, Me; R32 - 0, R3 

R4 - acylthio, heterocycle-substituted acylthio, alkylthio, 
heterocycle-substituted alkylthio, EtS02, EtSO, NCS, HS, BuS2CS, 
norphoUnocarbodithio, morpholinoethoxythiocarbonylthio) and 2 related 
compds., useful as anesthetics, were prepd. from 21-broao steroids by 
condensation reactions. Thus, refluicing 21-bromo-3. alpha. -hydroxy- 
5.alpha.-pregnane-11.20-dione with BzSNa in Me2C0 40 nin gave I (R - 
Rl - 

H, R2 - Me, R32 - O, R4 - BrS) . Solns. of I in aq. nonionic 
surfactants 

are suitable for parenteral administration, as is a similar soln. of 

21 -ace tylthio-3. alpha. -hydroxy-5.beta. -pregnane -11, 20-dione. 
IT 51086-B7-4P 51086-88-5P 5108e-B9-6P 

S1086-90-9P 51086-91-OP 5I086-92-1P 

51080-99-8? S1087-12-8P 81087-25-3P 

RL: SPN (Synthetic preparation); PREP (Preparation) 
(anesthetic, prepn. of) 
RN 51086-87-4 CAPLUS 

CN Pregnane-11, 20-dione, 21- (benzoylthio) -3- hydroxy-, 
(3.alpha.,5.alpha.)- 

(9CI) (CA INDEX NAME) 



Absolute stereochemistry. 
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JU3CBSSI0N KUKBER: 
TITLE: 

dtrivaciv«3. 

INVEIfTOR(S)i 
PATENT ASSIGNEE (S): 
SOUnCE: 

DOCUMEKT TYPE: 
LANGUAGE: 

FAMILY ACC. HUH. COUHT: 
PATENT INFOBHATION: 



123:228632 KARPAT 
Substitutad 2.b«ca.-oorpholino«i)droatjn« 

C«cpb«ll» Alaxandtr Cupplts 

Akzo Nobal N.V.. Neth. 

Eur. Pat. Af^l.. 24 pp. 

COOEN: EPXXOtf 

Patent 

EngUsh 
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PATENT NO. 


KIND 


OATE 


APPLICATION NO. 


DATE 


EP 


656365 


Al 


19950607 


EP 


1994-203468 


19941129 


EP 


656365 


Bl 


19970409 










Hi AT, BE, 


CH, DE, 


, OK, ES, FR, 


GB, GA, IE, IT. LI, 


, LU, KC, 


PT, SE 














ZA 


9409226 


A 


19950801 


ZA 


1994-9226 


19941121 


CA 


2136915 


AA 


19950603 


CA 


1994-2136915 


19941129 


AT 


151436 


E 


19970415 


AT 


1994-203463 


19941129 


Fl 


9405674 


A 


19950603 


FI 


1994-5674 


19941201 


NO 


9404626 


A 


19950606 


NO 


1994-4626 


19941201 


AU 


9479175 


Al 


19950608 


ju; 


1994-79175 


19941201 


AU 


681714 


B2 


19970904 








HU 


69391 


A2 


19950928 


HU 


1994-3454 


19941201 


US 


5593983 


A 


19970114 


us 


1994-347974 


19941201 


JP 


07196684 


A2 


19950801 


JP 


1994-299961 


19941202 


PRIORITY APPLH. INFO, 






EP 


1993-309663 


19931202 




GIO - OPh 

DER: or pharmaceutlcally acceptable salts 
KPL: claiD 2 



R4 ' 



The invention is related to substituted 2.b«ta. -morpholino-androstane 
derivs. I [B - substituted norpholino. thioaocpholinoj R1-R3 - H, Kei 



C0CH2RSI R5 - H, halogen, (un) subsUtuted OH, CN, N3, SCH, 
(un)subsUtuted alkyl, amino* X - O, H2, H,aHi the dotted bonds are 
single 

or double bonds)! or a phanuceutically acceptable salt thereof. 

These 

steroids are very potent i,v. anesthetics. The coatpds. have fast 

onset 

times and ideal sleep duration vs. recovery to full coordination 
profiles. 

Thus, (2. alpha. , 3. alpha. , 5, alpha. ) -2, 3-epoxypregnane-ll,20-dione 
cyclic 

ethylene acetal was treated with 2, 2-din8thylmorphoUne to give 
(2. beta. , 3. alpha. , 5. alpha. ) -3-hydrojty-2- (2, 2-di^BethyloorphoUn-4- 
yl^pregnane-ll, 20-dione which had a therapeutic index of 13.4 as an 
anesthetic in mice. 



LI 3 ANSWER 7 OF 8 HARP AT COPYRIGHT 2000 ACS 
ACCESSION NUMBER: 122:291311 HARP AT 

TITLE: Preparation and formulation of 3. alpha. - 

hydrojcypregnanes and analogs as sedatives i 
hypnotics 

Lan, Nancy Tsai-Yun 
USA 

152 pp. 



LI 3 ANSWER 7 OF 8 HARP AT COPYRIGHT 2000 ACS (Continued) 



INVENTOR (S) : 
PATENT ASSIGNEE tS) : 
SOURCE! 

DOCUMENT TYPE: 
LANGUAGE: 

FAMILY ACC. NUM. COUNT: 
PATENT INFORMATION; 



Gee. Kelvin V. , 
Cocensys. Inc., 
PCT Int. ^1., 
COOEN: PIXXD2 
Patent 
English 
2 



PATENT NO. 




KIND 


DATE 


,-^WO 


9427608 




Al 


19941208 




W: AU, 


CA, 


JP, KR. 


NO - 




RW: AT, 


BE, 


CH, DE, 


OK, ES, 


CA 


2163748 




AA 


19941208 


JP 


08511771 




T2 


19961210 


AU 


9469883 




Al 


19941220 


EP 


701444 




Al 


19960320 




R: DE, 


FR, 


GB 




EP 


1038880 




A2 


20000927 




R: AT, 


BE, 


CH, DE, 


, DK, ES, 


PT. IE 










US 


5939545 




A 


19990817 


US 


6143736 




A 


20001107 



APPLICATION NO. DATE 
tfO 1994-US5820 19940524 



PRIORITY APPU). INFO. J 



AB Title compds. (e.g.I» P 
aryltallcyl). 

etc.; Rl - H or He» R2 



HC, NL, PT, : 
19940523 
19940523 
19940524 
19940524 

19950214 
NL, SE, HC, 

19970702 
19990708 
19930521^ 
199402143) 
19940214r 
19940519 
19940523 
19941123 
19950214 
19950214 
19970702 
(halo) alkyl, alkenyl, alkynyl, 

. cyano, CH20H, COMe, C.tplbond.CH, etc.; R3 ■ 

for interaction with the GABAA 



FR, GB, GR, IS, IT, LU, 
CA 1994-2163748 
JP 1994-500892 
AU 1994-69883 
EP 1994-918659 

EP 2000-200119 
FR, GB, GR, IT, LI, LU, 

US 1997-897229 
US 1999-349902 
US 1993-68378 
US 1994-196919 
US 1994-196972 
US 1994-246275 
WO-1994-US5820 
US 1994-346927 
EP 1995-913478 
US 1995-389820 
US 1997-887229 



5^6 
G6 



j^(0)-CH2-1 



DER: and phanaaceutically acceptable esters 
MPL: claim 1 



R2R3 - CH2, CHOHe, CHMe, CHEt) , 
receptor 

coopleK to induce sleep in humans, were prepd. Thus, 
5. alpha. -pregnane- ^ ^ ,« 

3,20-dione 20-ketal was converted in 2 steps to title compd. II tR - 
C.tplbond.CH) which was condensed with 4-IC6H4C0He to give II [R - 
4-(MeCO)C6H4C.tplbond.C) which had IC50 of 5nH against TBPS binding 
at rat 

cerebral cortex prepn, in vitro. 
hsth 1 



I 



vl 
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ACCESSION NUHBERt 
TITLE; 
s«cr«tion 
INVEKTOR(S): 
PATEWT ASSIGNEE (S)t 
SOURCE: 

0OCUM2KT TYPE: 
LANGUAGE: 

FAMILY ACC. NUM. COUNT: 
PATENT INFORMATION: 



HARPAT COPYRIGHT 2000 ACS 
122:2317S6 KARPAT 

Method for rt^u lacing neuropeptide horoone 



LI 3 ANSVER 8 OF 8 KARPAT COPYRIGHT 2000 ACS 



Jackson, Heytr 
USA 

PCT Int. Appl., 

CODSNi PIXXD2 

Patent 

English 

2 



26 pp. 



PATENT NO. 



KIND DATE 



APPLICATION NO. DATE 
VO 1994-US9334 1S940819 



VO 9S05826 Al 19950302 

V: AU, CA, JP 

RV: AT. SE, CH, DE. DK, ES, FR, GB, GR, IE. IT, LU, KC, NL, FT, SE 
AU 9475691 Al 19950321 AU 1994-75691 19940819 

PRIORITY AFPLW. INFO.; 08 1993-109683 19930820 

VO 1994-US9334 19940819 
AB Methods are described for regulating neuropeptide, vasc^ressin and 

oxytocin, secretion to alleviate premature labor, hypertension, fluid 
inbalance, and risk of heart disease using neuroactive steroids, such 

as 

allopregnanolone and alphaxaione, targeted for a nevly- identified 
site of 

action in the nerve terminals of neurosecretory neurons in the 
posterior 

pituitary. 




G6 
MPL: 



' pyridyl 
claim 1 



09/321, 882 
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ACCESSION NUMBER: 
DOCUHEm' maiBER: 
TITLE! 

dlQitoxigtnln 

AUTROR(S) : 
Arthur 



1982:35«29 CAPLUS 
96:3S629 

ReplactMnt of ch« buttnolide BOi«cy of 

by cyclic Michael acceptor systeBS 

Guzun, Angftlt Kuchovstci, Joseph H.; Strosberg. 



CORPORATE SOtmCS: 
SOURCE: 

DOCUMENT TYPE: 
LANGUAGE] 
AB 



H.i Si«S, John M. 

Div. Invest.. Syntex, S. A., Mexico City, Hex. 
Can. J. Chem, (1981), 59(23), 3241-7 
CODEN: CJCHAG) ISSN: 0008-4042 
Journal 
English 

Digltoxigenin analogs v«r« prepd. in which the butenolide moiety was 
replaced by other S- or 6-M^>ered cyclic Michael acceptor systems. 
Three 

compds., I (R - H, He) and II shoved veak to moderate cardiotonic 
activity. 
IT S0367-29-9P 

RL: RCT (Reactant)i SPN (Synthetic preparation) ; PREP (Preparation) 
(prepn. and oxidn. of) 
RH 80367-29-9 CAPLUS 

CN Pregnan-20-one, 3- (acetyloxy) -14-hydroxy-21- (phenylthio) -, 
(3. beta., 5. beta. ,14. beta.)- (9CI) (CA INDEX NAME) 

Absolute stereochemistry. 
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ACCESSION NUMBER: 
DOCUHENT NUMBER: 
TITLE: 
INVENTOR (S) : 

PATENT ASSIGNEE (S) : 
SOURCE: 

DOCUHENT TYPE: 
LANGUAGE: 

FAMILY ACC. NUM. COUNT: 
PATENT INFORMATION: 



1976:478264 CAPLUS 
85:78264 

21 -Substituted pregnanes 

Phillipps, Gordon H.f Lawrence, Robini Nevall, 

Christopher E.f Vright, Michael 

Glaxo Laboratories Ltd., Engl. 

Brit., 21 pp. 

CODHN: BRXXAA 

Patent 

English 



PATENT NO. 


KINO 


DATE 


APPLICATION NO. 


DATE 


GB 


1432135 


A 


19760414 


GB 


1972-21145 


19730504 


BE 


799103 


Al 


19731105 


BE 


1973-130750 


19730504 


NL 


7306233 


A 


19731107 


NL 


1973-6233 


19730504 


D£ 


2322560 


Al 


1973111S 


DE 


1973-2322560 


19730504 


FR 


2183794 


Al 


19731221 


FR 


1973-16111 


19730SO4 


ZA 


7303036 


A 


19740424 


ZA 


1973-3036 


19730504 


JP 


49047361 


A2 


19740508 


JP 


1973-50184 


19730504 


AU 


7355285 


Al 


19741107 


AU 


1973-55285 


19730504 






A 


19760525 


US 


1974-488989 


19740116 




^JPTOt INFO. 






GB 


1972-21145 


19720S05 










US 


1973-356097 


19730501 


Forty title conpds. I 


(R - H, He, 


alkoHy) 


Rl, R2 - H, 


Hef R32 - 




RN 51086-88-5 CAPLUS 
CN Pregnane-ll,20-dioMi,«'<y^Kydcoxy-21-( (2-iodobenzoyl) thio) - 
(3.alpha.,S;,pi4rf(^nt- (9CI) (CA INDEX MAHE) 



Rl ' 



R4 - acylthio, he te recycle -substituted acylthio, altcylthio, 
heterocycle-aubstituted alleylthio, EtS02, EtSO, NCS, HS, BuS2CS, 
aorpholinocarbodithio, morpholinoethoxythiocarbonylthio) and 2 related 
compds., useful as anesthetics, were prepd. from 21-broiBO steroids by 
condensation reactions. Thus, refliudng 21-bromo-3. alpha. - hydr oxy- 
5.alpha.-pregnane-ll,20-dlone vith BzSNa in He200 40 nin gave I (R - 



2 - Me, R32 - 0, R4 » BzS) . Solns. of I in aq. nonionic 
surfactants 

are suitable for parenteral administration, as is a similar soln. of 

21-acetylthio-3. alpha. -hydroxy-5. beta. -pregnane -H,20-dione. 
IT S10a6-e?-4P 51086-ea-5P S108S-89-6P 

S1086-90-9P 51086-99-SP 51087-12-8? 

RL: SPN (Synthetic preparation)! PREP (Preparation) 
(anesthetic, prepn. of) 
RN 51086-87-4 CAPLUS 

CN Pregn«ne-ll,20-dione, 21- (benzoyl thio) -3- hydroxy-, 
(3. alpha., 5. alpha. )- 

(9CI) (CA INDEX NAME) 




RN' 51086-89-6 CAPLUS 

CN Pregnane-11, 20-dione, 3-hydroxy-21-I (2-nitrobenzoyl) thio] - 
(3. alpha., 5. alpha.)- (9CI) (CA INDEX NAME) 

Absolute stereochemistry. 



Absolute stereochemistry. 
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O 




RN 51086-90-9 CAPLUS 

CN Pr«9nan«-ll,20-dion«, 21- [ [2- (•thoxycarbonyl) benzoyl] thio] -S-hydroxy-, 
(3. alpha.. $. alpha.)- (9CI) (CA INDEX NAME) 

Absolute stereochenlstry. 



O 




RN 51086-99-8 CAPUTS 

CN Pr«gnane-ll,20-dion«, 3-hydroxy-21-{ {2- (nethylthio) benzoyl] thio] 
(3. alpha., S. alpha.)- [9CI) (CA INDEX NAME) 

Absolute stereochemistry. 
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RN 51087-12-8 CAPUJS 

CN Pregnane-ll,20-dione, '3-hydro«y-21-( (phenylmethyl) thio) -, 
(3. alpha. ,S. alpha.)- (9CI) (CA INDEX NAME) 

Absolute stereochemistry. 



HO'*' 
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ACCESSION NUMBER: 
DOCUMENT NUMBER: 
TITLE: 

INVENTOR(S) : 

PATENT ASSIGNEE (S): 
SOURCE: 

DOCUMENT TYPE: 
LANGUAGE: 

FAMILY ACC. NUM. COUNT: 
PATENT INFORMATION: 

PATEin- NO. 



1971:37397 CAPLUS 
80:37397 

Pregnane derivatives 

Phillips, Gordon Hanley; Lawrence, Robint Nevall, 

Christopher E.; Wright, Michael 

Glaxo Laboratories Ltd. 

Ger. Of fen., 58 pp. 

CODEN: GVXXBX 

Patent 

German 



KIND DATE 



APPLICATION HO. DATE 



DE 1973-2322560 19730504 
GB 1972-21H5 19730504 
GB 1972-21145 19720505 
(R - allcyl, aryl, raorpholinoalkyl. 



19731115 
19760414 



OE 2322560 
GB 1432135 
PRIORITY APPLN. INFO. ; 
AB Pregnanediones I -VI I I 
pi pe r idi noa 1 kyl ) 

(45 coopds.), possessing anesthetic activity, vere prepd. from 
21-broiao- 3. alpha. -hydroxy- 5. alpha. -pregnane- 11, 20-dione (II). Thus, 



II 



vas treated vith EtSH to give VII (R - ET) . 
similarly. 

IT S10e6-B7-4P 91086-88-SP 51066-69-6? 
510e6-S0-9P 91086-99-8P 51087-12-89 

RL: SPN (Synthetic preparation)! PREP (Preparation) 
(prepn. of) 
RN 51086-87-4 CAPLUS 

CN Pregnane-ll,20-dione, 21- (benzoyl thio) -3-hydroxy-, 
(3. alpha., 5. alpha.)- 

(9CI) (CA INDEX NAME) 

Absolute stereocheiaistry. 



and VIII vere prepd. 



A 
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Absolute stereochemistry. 




RN 51086-89-6 CAPLUS 

CN Pregnane-11, 20-dione, 3-hydroxy-21- [ (2-nitrobenzoyl) thio] - 
1 3. alpha., S. alpha.)- (9CI) {CA INDEX NAME) 

Absolute stereochemistry. 




RH 51086-90-9 CAPLUS 

CH Pregnane-11, 20-dione, 21- [ {2- (ethoxycarbonyl) benzoyl] thio] -3-hydroxy-, 
(3. alpha., 5. alpha.)- (9CI} (CA INDEX NAME) 

Absolute stereochemistry. 



RN 51096-88-5 CAPLUS 

CN P r eg nane-U, 20-dione, 3-hydroxy-21- 1 (2-iodobenzoyl} thio] 
(3.«lpha.,5.alpha.)- (9CI) (CA INDEX KANE) 



09/321,882 
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ACCESSION NUMBER: 
DOCUKENT NUMBER: 
TITLE: 

IHVEHTOR(S»: 
E«rl« 

PATENT ASSIGNEE (S): 
SOURCE: 

DOCUMENT TYPE: 
LANGUAGE: 

FAMILY AOC. NUM. COUNT: 
PATENT INTOBMATION: 

PATENT NO. K 



CAPUiS 



DE 2162S94 
NL 7117249 
PR 2118118 
PR 2118118 
US 3882151 
fc. CA 995662 
"^•^US 3969345 
PRIORITY APPLH. I 



1972:514701 
77:114701 

3 . * Iph* . -Hyd r oaty- 5 . alpha . -pr»5 nant -11, 20-dl on«9 
PhilUpps, Gordon Hanlcy; Newall, Christopher 

Glaxo Laboratorits Ltd. 

G*r. Off«n., 45 pp. 

COOEN: GVXXBX 

Pat«nt 

Garoan 

1 



APPLICATION NO. DATE 

DE 1971-2162594 19711216 

NL 1971-17249 19711216 

FR 1971-45226 19711216 



19720706 
19720620 
19720728 
19751128 
19750506 
19760824 
19760713 



US 1971-208961 
CA 1971-130271 
US 1975-S51315 
GB 1970-60065 
US 1971-208961 



19711216 
19711216 
19750220 
19701217 
19711216 



AB Twenty title con^xls. [I, R - H2, Oj Rl 



Ac, 02NJ R2 - H, Hei R3 - 

.b«ta.-M«0. .alpha. -OH, R4 - OMe, OEt, 0CHMft2, O(CH2)20He, OC6H4NH2-p, 
OtCa2)2Cl, 2-iBorphoUno«thojty, 2- (4-n«thylpip«ra2inyl) athoxy, 
0(CH2)2CN, 

0(CH2)2C02Et, 0(CH2)2C1, 0(CH2)3C1, 0CH2Ph, cyclohexyloxyj , useful was 
anesthetics, were prcpd. by methylation of the corresponding 21-dia20 
compd. Thus, 21 -diaro-3. beta. -nitrato-5. alpha. -pcegnane-11, 20-dione 

in 

dry CH2C12-He0H was re fluxed with 141 BPa.MeOH 25 mi n to jive I (R - 

0, Rl 

- N02, R2 - R3 - H, R4 - 0H») , which was sUrred with 2n powder in 

HOAc 

1.5 hr to give I (R - O, Rl - R2 - R3 - H, R4 - OHe) . 
IT 38601-34-2P 3860i-47-7P 

RL: SPN (Synthetic preparation); PREP (Preparation) 
(prepn. of) 
BN 38601-34-2 CAPLUS 

CN Pregnane-11, 20-dione, 21- (4-aainophenoxy) -3-hydroay-, 
(3. alpha., 5. alpha. )- 

(9CI) (CA INDEX NAME) 

Absolute stereochemistry. 




BN 38601-47-7 CAPLUS 

CN Pregnane-11, 20-<lione, 3-hydroacy-21- (phenylaethoxy) - 
(3. alpha. ,5. alpha. )- 

(9CI) (CA INDEX NAME) 

Absolute stereochenistry. 
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ACCESSION NUMBER: 
DOCUMENT NUMBER: 
TITLE: 

1 7 . alpha . , 21 -di hyd ro«y- 



INVENTOR(S) : 
PATENT ASSIGNEE(S) : 
SOURCE: 

DOCUMENT TYPE: 
LANGUAGE: 

FAMILY ACC. NUM. COUNT: 
PATENT INFORMATION: 



1972:514688 
77:114688 

17. alpha. -Hydroxy-20-OKO- 



and 



20-oxo/pregnanes and their derivatives and 
inte mediates 

Crabbe, Pierrei Velarde, Esperanza 

Syntax Corp. 

U.S., 14 pp. 

CODEN: USXXAM 

Patent 

English 



PATENT NO. 



KIND DATE 



APPLICATION NO. DATE 



US 3681410 
GB 1313148 
ES 383319 
PRIORITY APPLH. INFO. : 



19720801 US 1970-62201 19700807 

19730411 GB 1970-41785 19700901 

19730116 ES 1970-383319 19700902 

US 1969-854742 19690902 
US 1970-62201 19700807 
AB 17-Vinylidene steroids, prepd. by treating the 
17. beta. -acetoxy-17. alpha. - 

ethynyl deriv. with Zn dust, were oxidized with Os04 to give the title 
compds. Thus, androstane (I, R - .beta.-AcO, . alpha. -H» Rl - 
.beta.-OAc, 

. alpha. -C.tplbond.CH; R2 - R4 - H, R3 - H2) was added to a nixt. of 2n 
dust and He(OCH2)20He and the mixt. refluxed 7.5 hr to give I (R - 
.beta.-AoO, . alpha. -H; Rl - C:CH2» R2 - R4 - H» R3 - H2) . This was 
oxidized in pyridine with Os04 at 20. degree, to give I (R - 
.beta.-AcO, 

. alpha. -H» Rl - . beta. -C0CH20H, . alpha. -0H» R2 - R4 - Hi R3 - H2) . An 
addnl. 16 I IR - .beta.-AcO, . alpha. -H; .beta. -OH, . alpha. -H» 
0(CH2)2i Rl 

- C:CH2( .beta.-C0CH20H, .alpha. -H» . alpha. -020C6H4 CI- n, .beta.-Etf 
.beta.-C0CH202CC6H4Cl-ia, , alpha. -OHi . alpha. -AcO, .beta. -Act R2 - F, 

H; R3 

- .beta. -OH, H; O; R4 - Me, H, OH] and their .DELTA. 4 and .DELTA. 4, 6 
derivs. were prepd. in an analogous nanner. 

IT 3545e-6l-eP 36025-59-9P 

RL: SPN (Synthetic preparation); PREP (PreparaUon) 
(prepn. of) 
RH 35458-61-8 CAPLUS 

CN Pregnan-20-one, 3-(acetyloxy) -21-( (3-chlor(*«nzoyl)cxyJ-17-hydroxy-, 
(3. beta., 5. alpha.)- (9C1) (CA INDEX NAME) 

Absolute stereochenistry. 




BN 36025-59-9 CAPLUS 
CN Pregnan-20-one, 

21- ( (3-chlorobenzoyl)oxy]-3,17-dihydro3ty-6,16-dimethyl-, 

(3. beta., 5. alpha., 6. beta., 16, alpha.)- (9CI) (CA INDEX NAME) 

Absolute stereochenistry. 
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RN 51087-12-8 CAPLUS 

CN Pr«gnane-ll,20-dione, 3-hyclroity-21- [ (phenylJDOthyl) thio) 
(3. alpha., 5, alpha.)- (9CI) (CA IKOEX NAME) 

Absolut* stereochemistry. 
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PATENT ASSICNEE(S) : 
SOURCE: 

DOCUMENT TYPE: 
LANGUAGE: 

FAMILY ACC. NUM. COUNT: 
PATENT INFORMATION: 



1973:515783 CAPLUS 
79:115783 

3.alpha. -Hydrojcy-5. alpha, -steroids 

Clayton, John C. H. f Faulkner, Peter J.; Jones, 

William Reginald) Phiilipps, Gordon H,i Bailey, 

Joan 

Glaxo Laboratories Ltd. 

Ger. Of fen., 33 pp. 

OOOEN: GWXX6X 

Patent 

Gercxan 



PATENT NO. 



KIND DATE 



APPLICATION NO. DATS ' 



DE 
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Al 


19730809 


DE 


1972- 


2255108 


19721110 
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C3 
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GB 


H09239 


A 
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GB 


1971- 


52465 


19721108 


NL 


7215229 


A 


19730515 


NL 


1972- 


15229 


19721110 


JP 


18067263 


A2 


19730913 


JP 


1972- 


112190 


19721110 


JP 


S7025S6O 


B4 


19820529 










FR 


2177695 


Al 


19731109 


FR 


1972- 


39865 


19721110 


HS 


3322298 


A 


19740702 


US 


1972- 


305246 


19721110 


972744 


Al 


19750812 


CA 


1972- 


156154 


19721110 


OK 


133470 


B 


19760524 


OK 


1972- 


5591 


19721110 


CH 


606097 


A 


19781013 


CH 


1972- 


16489 


19721110 


PRIORITY APPLH. INFO. 






GB 


1971- 


52465 


19711111 




AB 3.alpha.-Hydroxypregnane8 I and II [R, R3 and R5 - H, Mei Rl - HO; R2 
- H; 

R4 - H, AcO, HeO, C1(CH2)30, Cl(ca2)20, PhCH20, cyclopentyloxy; X - 
OJ (15 

coiEpds.) were prepd. in 30-70* yield by redn. of I or II (R1R2 - 0). 
Thus, 5.alpha.-pr«gnane-3,20-dione was treated with H2IrC16 in the 
presence of (MeO) 3P to yield 64% I (R and R2-R4 - H, Rl - HO, R5 - 



Me, X • 



H2), 



H2), 



(R and R2-R4 - H, Rl - HO, R5 - H, X - H2, O) , (R5 - Me, X • 
X - 0) had anesthetic activity. 



and (R - R5 
38601-47-7? 

RL: SPN (Synthetic preparation); PREP (Preparation) 
(prepn. of) 
RN 38601-47-7 CAPLUS 

CW Pre9nane-ll,20-dione, 3-hydroxy-21- (phenylmethOKy) - 
(3. alpha. ,5. alpha. )- 

(9CII (CA INDEX NAME) 



Absolute stereocheiaistry. 
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PATENT INFORMATION: 



1973:466672 CAPLUS 
79:66672 

21 - (Acyloaty) -3. alpha, -hydcoxyprtgnants 
Cook. Martin Chrlatopheri Davis, B«njaaitii 

Gordon I.f Navall, Christt^her E.) Pcarc*, Derek 

Phillips, Gordon H. i Veir. Niall G. 
Glaxo Laboratories Ltd. 

Brit., « pp. Diviaion of Brit. 1,317,181. 

CDDEN: BRXXAA 

Patent 

English 
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KIND DATE 



APPLICATION NO. DATE 



GB 1317185 A 19730516 GB 1972-33162 19690620 

AB 21-(Acyloxy)-3.alpha.-hydroxypregnane9, solubilizing promoters for 

3. alpha. -hydroxy-5. alpha. -pregnane-ll,20-dione (I), (R - H) vere 
prepd. 

from I (R - H) or 3-0- substituted derivs. by reaction with Pb(OAc)4, 



and 
and 



from I (R - Br) by treatment vith R1C02H (Rl - Et, Me2CHCH2, and Ph) 

NEt3. 
IT 32226-13-4P 

RL: SPN (Synthetic preparation)) PREP (Preparation) 
(prepn. of) 
RN 32226-13-4 CAPLUS 

CH Pregnane-ll,20-dione, 21- (bensoyloxy) -3- hydroxy-, (3. alpha. , 5. alpha. ) - 
(9CI) (CA INDEX NAME) 

Absolute stereochemistry. 
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1973:148138 CAPLUS 
78:148138 

17. alpha. -Hydroxy- 20- oxo- and 17. alpha., 
2l-dihydroxy-20-oxopregnane9 and their 

intermediates 

Crabbe, Pier re i Velarde, Esperanza 

Syntax Corp. 

Ger. Of fen., 48 pp. 

CODEN: GVXXBX 

Patent 

German 
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KIND DATE 



APPLICATION NO. DATE 



DE 2141127 Al 1973D301 DE 1971-2141127 19710817 

AB Diacetoxyethynylandrostane I was treated with 2n dust in refluxing 
diglyne 

to give the vinylideneandrostane II, which was oxidized by Os04 to 

yield 

the dihydroxypregnanone III. Oxidn. of f luorovinylideneandrostanol 

IV by 

CH3C020H gave a mixt of pregnanone V and hydroxypregnanone VI. 
Approx. 70 

compda. were prepd. including the 17-vinylidene derivs. of 
1, 2- (dif luoromethyiene) androst-4-en-3-one, 16. alpha. -Bethyl-3. beta. - 
hydroxy- androstan-ll-one, and 6. alpha. -chloroandrost-4-en-3-one. 
35456-6 l-BP 36025-S9-9P 

RL: SPN (Synthetic preparation) i PREP (Preparation) 
(prepn. of) 
RN 35458-61-8 CAPUJS 

CN Pregnan-20-one, 3- (acetyloxy) -21-t (3-chlorob«nzoyl)oxy] -17-hydroKy-, 
(3. beta., 5. alpha.)- (9C1) (CA INDEX NAME) 

Absolute stereochemistry. 



IT 
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(3. beta., 5. alpha., 6. beta., 16. alpha.)- (9CI) (CA INDEX NAME) 

Absolute stereochemistry. 





RN 36025-S9-9 CAPLUS 
CN Pregnan-20-one, 

21- [ (3-chlorob«nzoyl) oxy) -3, 17-dihydroxy-6, 16-diinethyl-, 
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APPLICATION NO. DATE 
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GB 1972-2114 5 19730504 
GB 1972-21145 19720505 
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AB Pregnanedionts I -VI II (R - alkyl, aryl, oorpholinoallcyl, 
piperidinoallcyl) 

(15 coapds.), possessing anesthetic activity, vere prepd. froa 
21-broao-3.alpha.-hydroxy-5.alpha.-pregnan«-ll, 20-dione (II) . 



II 



ET). 



vas treated vith EtSH to give VII (R 
sioilarly. 

51087-29-7F 51087-32-2P 

RL: SPN (Synthetic preparation)! PREP (Preparation) 

(prepit. of) 
51087-29-7 CAPLUS 

Pregnane-ll, 20-dione, 3-hydrc«y-21- (2-pyridinylthio) - 
(3. alpha., S. alpha.)- (9CI) (CA INDEX NAME) 



Thus, 

I -VI and VIII vere prepd. 



Absolute stereochemistry. 



■X) 
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Absolute stereochenistry. 




X) 



'7' 



RN 51087-32-2 CAPLUS 

CN Pregnane-ll, 20-dione, 3-hydro«y-21- (2-pyridinylthio) -, 
(3. alpha. ,5. beta. )- 
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AB Twenty title compds. (I* R - H2, 0; Rl - H, Ac, 02Ni R2 - H, Hei R3 - 

^' .beta.-HeO, .alpha. -OH. R4 - OMe, OEt, 0aiMe2, 0(CH2)2C«e, OC6H4NH2-p, 
0(CH2)2C1, 2-iBorpholinoeth03ty, 2- (4-methylpiperazinyl) ethoxy, 

0(CH2)2CN, , , 

0(CH2)2C02Et, 0(CH2)2C1, 0(CH2)3C1, 0CH2Ph, cyclohexyloxy) , useful was 
anesthetics, were prepd. by methylation of the corresponding 21-diazo 
compd. Thus, 21 -diaJo-3. beta. -nitrato-5, alpha. -pregnane-ll, 20-dione 

dry CH2Cl2-MeOH was refluxed with 141 BF3.MeOH 25 nin to give I (R - 

- N02, R2 - R3 - H, R4 - OMe), which was stirred with 2n powder in 
UOAc 

1.5 hr to give I (R - O, Rl - R2 - R3 - H, R4 - OMe). 
IT 38601-34-2P 

Rl: SPN (Synthetic preparation)! PREP (Preparation) 
(prepn. of) 
RH 38601-34-2 CAPLUS 

CN Pregnane-ll, 20-diono, 21- (4-aiain<vheno»y) -3-hydro»y-, 
(3. alpha., 5. alpha. )- 

(9CI) [CA INDEX NAME) 



4 



0, Rl 



Absolute stereocheoistry. 
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AL, 


AM, 


M, 


AU, 


AZ, 


BA, 
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Al 
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R: AT, 


BE, 


CH, 


OE, 


DK, 
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GR, 


IT, 


LI, 
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NL, 


SE, 


MC, 


PT, 




IE. 


SI, 


LT, 


LV, 
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AU 


9937011 




Al 


19991129 




AU 1999-37011 
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PRIORITY APPLW. INFO.: • DK 1998-657 19980513 

EP 1998-250166 19980514 
US 1998-86306 19980521 
DK 1998-811 19980619 
US 1998-92983 19980716 
WO 1999-DK263 19990S11 
AB Steroid derivs. of formula I [Rl * B, halo. He, oa, oxoi n2 - H, cm, 
alkyl, alkoxy, halo, etc.; R3 - H, alkoxy, acyloxy, halo, sulfonyloxy, 
perfluoroalkyl, etc.) R*3 - H, OH; R3R'3 - oso, (substituted) NOH; 
R4, R'4 

- H, halo, OH, alkyl; R4R'4 * CH2, oho, cyclopropyl; R5 - H, halo, OH, 
alkyl, CH, hydrojtymethyl, CHO, O02H, etc.; R'4RS - methanol R6 - H, 

OH, 
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halo, oxoi R7, Rll - H, OH, alkoxy. acyloxy, halo, alkyl; R'7, R'll, 

R14, 

R17 - B, OB) RS, R9 - H, OH, haioi R12, R15, R16 - H, halo, alkyl. 



OH, alkoxy, acyloxy, oxo, etc.; R20 • 



alkyl, hydroxyaethyl, CHZt 



• H, 



H, halo, alkyl, OH; R22 - Ph, benryl, cyclohexyl, alkenyl, etc.; R'22 

OH, oxo) are prepd. for regulating the Miosis in oocytes and in oale 
gero 

cells. Thus, 

3.b«ta.-hydroxy-4,4-diiaethyl-5.alpha.-chola-8, 11-dlen-24-oic 

acid Ma ester (prepn. given) vas transforoed into II in 5 steps. II 
shoved a laean geroinal vesicle breakdovn of 88% after culture of naked 
oocytes in vitro. 

KSTR LA 




13 G23 



GS 
G29 



■ OH 

■ 63 



31 



G31 - O 
G32 - 65 

gg— <i33 

G34 - 70 

H^O G39 
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NTE: 
claimed 



REFERENCE C»UHT: 
REFERENCE (S): 
roots of 



Ph (SO (1-) G3S) 
claim 1 

substitution is restricted 

additional bond, oxo, nethylene, oxine and ring formation also 



20 

(1) Akihisa. T; "Eight novel sterols from the 

Bryonia dioica Jaoq"; Accession no 1996 CAPLUS 

(2) Akihisa, T; Chen Pham Bull 1996, V44(6), 

CAPLUS 

(3) Akzo Nobel N V; wo 9852965 Al 1998 CAPLUS 

(4) Akzo Nobel N V; WO 9855498 Al 1998 CAPLUS 

(5) Byskov, A; Nature 1995, V374, P559 CAPLUS 
ALL CITATIONS AVAILABLE IN THE RE FORMAT 
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INVENTOR(S) : 
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SOURCE: 
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synthesis and compositions of angiostatic agents 

controlling ocular hypertension 
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PATENT NO. 



KIND DATE 



APPLICATION NO. DATE 
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R: AT, BE, CH, OE, DK, ES, FR, GB. GR, IT, LI, LU, NL, SE, HC, 



BR 1998-11012 
VO 1998-U525913 



19980618 
19981207 



BR 9811012 A 20001017 

WO 9932127 Al 19990701 

W: AU, BR, CA, JP. MX 

RW: AT, BE, CH, CY, DE, DK, ES, FI, FR, GB, GR, IE, IT, LU, MC, 



AU 9917142 
EP 1039912 



Al 19990712 AU 1999-17142 

Al 20001004 EP 1998-961956 

BE, CH, DE, DK, ES, FR, GB, GR, IT, LI, L 



19981207 
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, NL, SE, MC. 



BR 9813684 
PRIORITY APPLN. 
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1998- 
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19981207 


US 


1988- 


264918 
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9904 24 
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1997- 
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19970716 
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994114 
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1998- 


US25913 


19981207 



Afi Cocpns. of angiostatic agents for treating GLCIA glaucoffla and methods 
for 
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thiir use »r« disclosed. Prepn, of selected steroid agents of the 
invention, e.9. 

3 . be ta . -ace taaido- S . beta . -pceg t>»n- 1 1 . be ta . , 17 . alpha . , 21 - 
triol-20-one 21-«cetate, is described. 

Ksnt lA 



U3 AMSVER 2 OP 8 
RErEMMCS(S): 



MARPAT COPYRIGHT 2000 ACS (Continued) 

(1) Akarsuj Buaan Molecular Genetics 1996, Y5(8), 
P1199 CAPLUS 

(3) Clarki US 4876250 1989 CAPIUS 

(4) Clarki US 5371078 1994 CAPLUS 

(7) Francois; Ophthaloic Res 1984. V16, P168 

(9) Knepper* Exp Eye Res 1978. V27, P567 CAPLUS 
ALL CITATIONS AVAILABLE IN THE RE FORMAT 




r 
4?* 



. ph 

• 46 



G24 

G29 



- OH 

- 233 



2Si^' 
G48 



-Lt— G48 



2^* 



MPL: 
WTE: 
HTE: 



REFERENCE COUNT: 



and pharmaceutically acceptable salts 
clain 1 

additional double bond, 0x0 and ethylene formation also clainied 
substitution is restricted 



28 
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Steroidal angiostatic agents and compositions for 
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Alcon Laboratories, Inc., 
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Patent 
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PATENT NO. 
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BR 9811012 
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EP 1039912 



20001017 
19990712 
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R: AT, BE, CH, DE, DK, ES. 



AU 1998-81515 
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FR, GB, GR. IT, LI, LU, 



BR 1998-11012 
AU 1999-17142 
EP 1998-961956 
FR, GB, GR, IT, LI, LU, 



19980618 
19980618 



19980618 
19981207 
19981207 
NL, SB, HC, 




G24 

G29 




BR 9813684 
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BR 1998-13684 
US 1997-994114 
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US 1989-419226 
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US 1996-643387 
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19981207 
19971219 
19881031 
19891010 
19900727 
19920908 
19941202 
19960506 
19970716 
19971215 
19980618 
19981207 



AB Coapns. of steroid angiostatic agents for treaUng GLCIA glaucoma and 
methods for their use are disclosed. Prepn. of selected steroid 

''''^'^thJ^invention , e.g. 3.beta. -acetaaido-21-acetoxy-5.beta. -pregnan- 
11. beta.. 17. alpha. -diol-20-one, is described. 



2^5^^ 



DER: 
MPL; 
NTS: 
NTB: 



REFERENCE COUNT: 
REFERENCE (S): 



and pharmaceutically acceptable salts 

additional double bond, 0x0 and methylene formation also claimed 
substitution is restricted 



(1) Alcon Lab Incj TO 9310141 A 1993 

(2) Clark Abbot. Fi US 4876250 A 1989 CAPLUS 

(3) Clark Abbot, Fi US 5371078 A 1994 CAPLUS 

(4) Clatk Abbot, Fi us 5698545 A 1997 

(5) Univ Duke* VO 9518621 A 1995 

ALL CITATIONS AVAILABLE IN THE RE FORMAT 
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ACCESSION KUMBER: 
TITLBt 
secretion 
INVEWTOR(S): 
PATETTT ASSIGNEE (S): 
SOURCE; 

OOCUMEWT TYPE: 
LANGUAGE I 

FAMILY ACC. KUM. COUNT i 
PATENT IHF0W4AT10N: 



129:5010< MARPAT 
Method foe regulating oeuropepUde horoooe 

Jackaon. Keyer B. 
USA 

U.S., 14 pp. Cont.-in-part of U. S. 5,5&0,120. 

CODEN: U5XXAM 

Patent 

English 



PATENT HO. 



KIND DATE 



APPLICATION NO. DATE 



US 57634 31 
US SS50120 
PRIORITY APPLN. INFO.! 



19980609 US 1996-701869 19960923 

19960827 US 199S-41S741 19950403 

US 1993-109683 19930820 
US 1995-41S741 19950403 
AB Methods are described for regulating neurt^ptide secretion to 
alleviate 

prestature labor, hypertension, fluid imbalance, and risk of heart 
disease 

using neuroactive steroids targeted for a newly-identified site of 

action 

in the nerve terminals of neurosecretory neurons. This class of 
coopds • 

acts at receptors for the inhibitory neurotransmitter GABA. The 
compds. 

covered in this invention act at receptors for the inhibitory 
neurotransmitter GABA and include various ester, oxine, and 
thiazolidine 

derivs. of 3-hydroxylated-5-reduced-20-ones, S-reduced-3,21 
-pregn8nedioi-20-ones, and 5-reduced-3, 20-pregnandiols having 
substituent 

in the 9-po3ition. The method of the invention is applicable to human 
patients, farm animals, and pets. 
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ACCESSION NUMBER: 
TITLE: 

INVENTOR (S): 
PATENT ASSIGNEE (S) 
Cupplesi 

SOURCE: 



DOCUMENT TYPE: 
LANGUAGE: 

FAMILY ACC. NUM. COUNT: 
PATENT INFORMATION; 



MARPAT COPYRIGHT 2000 ACS 
126:89635 MARPAT 

Preparation of 2.beta. - (alkylmorphoiino) androstane 
derivatives as anesthetics 

Caapbell, Alexander Cupplesf Hamilton, Nial Morton 
Akzo Nobel N.V., Neth.i Catppbell, Alexander 

Hamilton, Nial Morton 
PCT Int. Appl., 26 pp. 
CODEN: PIXXD2 
Patent 

English , 
1 





PATENT NO. 




KINO 


DATE 






VO 9638465 
V: AL, 


AM, 


Al 
AU, BB, 


19961205 
BG, BR, 


CA, 


KP, 


KR, 


LK, 


LR, 


LS. 


LT, LV, 


MD, 


RO, 


SO, 


SG, 


SI, 


SK, 


TR, TT, 


UA, 


KZ, 


HD, 
Kit KE, 


RU 
LS, 


KV, 


SO, 


SZ, UG, 


AT, 


GR, 


IE, 


IT, 


LU, 


MC, 


NL, PT, 


SE, 


ML, 


MR, 

AU 9661896 


HE, 


SN, TD 
Al 


TG 
19961218 





APPLICATION NO. 
WO 1996-EP2346 



DATE 
19960603 



AU 1996-61896 19960603 
PRIORITY APPLN INFO.: EP 1995-201454 19950602 

PRIORITY APPLN. INTO.. tfO 1996-EP2346 19960603 

AB This invention is related to alky I subs Utu ted 2. beta. - 

BorphoUnoandccstane derivs. I [Ra - C3-6-alkyli Rb • H or 

^R2'^nd S'are independently H or Me* R4 - (H,H), (H,OH), Oi 2 - CH, 
C0CH2XI X - H, halogen, OH, CN, N3. SCN, Cl-6-alkyl (optionally 
substituted with halogen), cyclohexyl, alkoxy, PhO, phenyl-Cl-6-alkyl, 
Cl-6-alkoxy, Cl-6-acyloxy. Cl-6-acylthio, pyrroUdinyl, piperidinyl, 
morphoUnyl, thiomorphoUnyl, NH2 (optionally substituted with 
Cl-6-«llcyl)» Y is 0 or Si dotted Unes are t^tional bonds, with H(5) 
absent when 4,5- and 5,6-Unks are double bonds) or a phamaceutlcally 
acceptable salt thereof. Thus, II [Ra - CBMe2- (R) , R4 - O, Z - Ac) 

prepd. via condensation of epoxide III with 2-propylBorphoUne 
hydrochloride. II (Ra - CHMe2- (R) , Pr-(S), Pr-(R), CH2CHHe2- (R) , 
{CHMeEt-(S))-(R), R4 - O, Z - Aci Ra - <:BMe2-(R), M - (H.H), Z - 
C0CH2SHe} are very potent i.v. anesthetics with therapeutic indexes 



of 4.9-9.9 (TI 



L050/HD50) . The compds. have fast onset times and 
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G13 
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"^04 




G8 - OPh 

DER: or pharmaceutically acceptable salts 
HPL: claim 2 



"sleep duration- vs. "recovery to full coordination" profiles. 



10TB 1 
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ACCESSION NUHBER: 
DOCIJKZHT KUtBERi 
TITLE; 

IKVEim)R(S): 

PATENT ASSIGNEE (S): 
SOURCE: 

DOCUMENT TY?E: 
LANGUAGE t 

FAMILY ACC. NUM. COUMTt 
PATENT INFORMATION! 

PATENT NO. 



1976)478264 CAPLUS 
85:78264 

21 -Substituted pregnanes 

Ptiillipps, Gordon H.f Lsvrence, Robin* Hevill, 

Chrisct^her E.i Vright. Michael 

Glazo Laboratories Ltd., Engl. 

Brit,, 21 pp. 

CODEN: BRXXAA 

Pattnt 

English 

2 



APPLICATION NO. DATE 



L5 ANSWER 1 OF 4 CAPLUS COPYRIGHT 2000 ACS (Continued) 



GB 14 3213S 
BE 799103 
HL 7306233 
DE 2322S60 
FR 2183794 
2A 7303036 
JP 49047361 
tAU 73S528S 
3959260 
LiTY APPIN. II 



AB Forty Utle compda. I (R • 



KIND 


DATE 


A 


19760414 


Al 


19731105 


A 


19731107 


Al 


19731115 


Al 


19731221 


A 


19740424 


A2 


19740508 


Al 


19741107 


A 


19760525 



He, 



GB 1972-21145 
BE 1973-130750 
NL 1973-6233 
OE 1973-2322560 
FR 1973-16111 
ZA 1973-3036 
JP 1973-50184 
AU 1973-55285 
US 1974-488989 
GB 1972-21145 
US 1973-356097 
alkoxyi Rl. R2 - H, 



19730504 
19730504 
19730504 
19730504 
19730504 
19730504 
19730504 
19730504 
19740716 
19720505 
19730501 
Met R32 - O. 




;0 



'D If- 



RN 51087-32-2 CAPLUS 

CN Pregnane- 11,20-dione, 3-hydrojty-21- (2-pyridinylthio) - 
(3. alpha., 5. beta.) - 

(9Ct) (CA INDEX NAME) 

Absolute stereochemistry. 



R3 



Rl ' 



R4 - acylthio, heterocycle-aubsUtuted acylthio, alleylthio, 
he terocycle -substituted alkylthio, BtS02, BtSO, NCS, HS, BuS2CS, 
Borpholinocarbodithio, oorpholinoethoxythiocarbonylthio) and 2 related 
conpds., useful as anesthetics, vere prepd. frota 21-broaK> steroids by 
condensation reactions. Thus, refluxing 21 -broBO-3. alpha. -hydroxy- 
5.alpha.-pregnane-ll,20-dione with BzSNa in He2C0 40 lain gave I (R - 



R32 ■ 



BzS). 



Solns. of I in aq. nonionic 



H, R2 - 
surfactants 

are suitable for parenteral administration, as is a siniiar soln. of 
21 -ace tylthio-3. alpha. -hydroxy- 5. beta. -pregnane -11, 20-dione. 

IT 51087-29-7P 5I087-32-2P 

RL: SPN (Synthetic preparation); PREP (Preparation) 
(anesthetic, prepn. of) 

RN 51087-29-7 CAPLUS 

CH Pregnane-11, 20-dione, 3-hydroxy-21- (2-pyridinylthio) -, 
(3. alpha., 5. alpha.)- (9CI) (CA INDEX NAME) 

Absolute stereochemistry. 




;0 
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ACCESSION NUMBER: 
DOCUMENT NUHBER: 
TITLE: 

INVENTOR(S): 
Stephenson, 

PATENT ASSIGNEE (S): 
SOURCE: 

DOCUMENT TYPE: 
LANGUAGE: 

FAMILY ACC. NUM. COUNT; 
PATEOT INFORMATION: 



1974:60089 CAPLUS 
80:60089 

3. alpha. -Hydroxy- 5. alpha. -pregnanes 
Phillips, Gordon Hanleyi Lavrence, Robin; 

Leslie; Ayres, Barry E. 

Glaxo Laboratories Ltd. 

Ger. Of fen., 75 pp. 

CODEN! GWXXBX 

Patent 

Geroan 



PATENT NO. 



KIND DATE 



APPLICATION NO. DATE 




DB 1973-2323950 
US 1973-358381 
BE 1973-131031 
HL 1973-6606 
FR 1973-17079 
JP 1973-52424 
ZA 1973-3218 
AU 1973-55616 
GB 1972-22489 
DK 1973-2604 
CA 1973-171026 
GB 1972-22489 
acyl; Rl - Hj RRl 



19730511 
19730508 
19730511 
19730511 
19730511 
19730511 
19730511 
19730511 
19730511 
19730511 
19730511 
19720512 
C3i2, 



DE 2323950 Al 19731213 

US 3998829 'A 19761221 

EE 799433 _^'A1 19731112 
HL 7306606 A 19731114 

FR 2184711 Al 19731228 

JP 49048652 A2 19740511 

ZA 7303218 A 19740529 

AU 7355616 Al 19741114 

GB 14 36324 A 19760519 

DK 135775 B 19770620 

CA 1014947 Al 19770802 

PRIORITY APPLN. INFO.: 

AB Hydroxypregnanes I, II (R - H, alkyl 
CH2CH2, Ot 

R2 - H, R3 - alkoxy, alleylthio, acyl, acyloxy, acylthio, norpholino, 

halo. 

Me; R2 - R3 - He) (45 conpds.) were prepd. from 1 and II (R - Rl - H; 

R2R3 

- Ca2; R2 - H, R3 - CH20H) by Claisen condensation vith active 
methylene 

coinpds. Thus, 1 g I (R - Rl - H) was treated with AcOEt-NaH to give 

0.5 9 

I (Rl - AC) . 
IT 51227-92-OP 6122B-32-1P 

RL: SPN (Synthetic preparation)! PREP (Preparation) 
(prepn. of) 
RN 51227-92-0 CAPLUS 

CN 1,3-Propanedione, l-[ (3.alpha. , S.alpha. , 17.beta. ) -3-hydroxy-ll- 
oxoandro3tan-17-yi]-3-(2-pyridinyl)- (9CI) (CA INDEX NAME) 

Absolute stereochemistry. 



UN 51228-32-1 CAPLUS 
CN lH-Isoindole-l,3(2H)-dione, 
2-{3-[ (3.alpha.,5.alpha.,17.beta.)-3-hyd^oxy- 
ll-oxoand^o^tan-17-yl]-3-oxopropyll- (9CI) (CA INDEX NAME) 



Absolute stereochemistry. 




Cr 
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i 



.0 



Access lO:) LOOtBSR; 
OOCUHEKT NUHB2Rt 
TITLEt 

INVEHTOR(S)t 

PATENT ASSIGNEE (S) : 
SOURCE: 

OOCUMEKT TYPEt 
LANGUAGE t 

FAMILY ACC. NUM. COUNT: 
PATENT INFORMATION: 



1574:37397 CAPLUS 
80:37397 

Pr«gn*n« dtrivativts 

Phillips, Gordon Hanieyi Lawrence, Robin i Nevall, 

Christopher E.» Wright. Michael 

Glaxo Laboratories Ltd. 

Ger. Offen., S8 pp. 

COOENt GUXXEX 

Patent 

Geroan 

2 



PATENT NO. 



laND DATE 



APPLICATION NO. DATE 



19731115 
19760414 



(R • 



DE 1973-2322560 19730504 
GB 1972-21145 19730504 
GB 1972-21145 19720505 
allcyl, atyl, aorpholinoalkyl. 



^— -Aa)E 2322560 Al 
^xHbB 1432135 A 
PWORITY APPLN. INFO. : 
Afi Pregnanediones I -VI I I 
piperidinoalkyl} 

(45 cot^s.). possessing anesthetic activity, were prepd. from 
2l-bromo- 3. alpha, -hydroxy- 5. alpha. -pregnane-ll,20-dione (II). Thus, 

II 

vas treated with EtSH to give VII (R - ET) . I-VI and VIII vere prepd. 
siiailarly. 

IT 51085-07-4P 51086-68-5? 51086-89-6? 
51086-90-9P 51086-91-OP 51086-92- IP 
51086-99-8P 51087-12-eP 51087-25-3P 
RL: SPN (Synthetic preparation) » PREP (Preparation) 
(prepn. of) 

RH 51086-87-4 CAPLUS 

CH Pregnane-ll,20-dione, 21- (benzoylthio) -3- hydroxy-, 
(3. alpha., S. alpha. }- 

(9CI) (CA INDEX NAME) 

Absolute stereochemistry. 




L17 ANSWER 3 OF 14 CAPLUS COPYRIGHT 2000 ACS (Continued) 
RN 51086-88-5 CAPLUS 

CN •Pregnane-ll,20-dione, 3-hydroxy-21- [ (2-iodobenzoyl) thiol 
(3. alpha. ,5. alpha.)- {9CI) (CA INDEX NAME) 

Absolute stereochenistry. 
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RN 51086-89-6 CAPLUS 

CN Pregnan«-ll,20-dione, 3-hydroxy-21- [ (2-nitrob«nzcyl) thio] - 
(3. alpha., 5. alpha.)- (9CI) (CA INDEX NAME) 

Absolute stereochemistry. 





RN S1086-91-0 CAPLUS 

CN Pregnane-ll.ao-dione, 3-hydroxy-21-t (2-pyridinylcarbonyl) thio] - 
(3. alpha., 5. alpha.)- (9CI) (CA INDEX NAME) 




RN 51086-92-1 CAPLUS _ 

CN Ptegnano-ll,20-dione, 3-hydc«ty-21- [ (3-pyridinylcarbonyl) thio) - 

( 3 . alpha . , 5 . alpha . (CA INDEX NAME) 

Absolute stereocheaistry. 



RN 51086-90-9 CAPLUS ^ ^ 

CH Pregnane-11, 20-dione, 2l-( (2- (ethoxycarbonyl) benzoyl] thioj -3-hydroxy-. 
(3. alpha., 5. alpha.)- (9CI) (CA INDEX NAME) 

Absolute stereocheaistry. 



y 
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L2 32 ANSWERS REGISTRY COPYRIGHT 2000 ACS 

IN Pregnane- 11, 2 0-di one, 21-bromo-3-hydroxy-16-methyl-, 

( 3. alpha. , 5. alpha. , IS.alpha. )- (9CI) 
MF C22 H33 Br 03 

Absolute stereochemistry. 




HOW MANY MORE ANSWERS DO YOU WISH TO SCAN? (1) :31 
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IN Pregnane-11, 20-dione, 3- (acetyloxy) -21-methoxy-, (3 . alpha . , 5 . alpha. ) - 

(9CI) 
MF C24 H36 05 

Absolute stereochemistry. 




L2 32 ANSWERS REGISTRY COPYRIGHT 2000 ACS 

IN Pregnane-11, 20-dione, 3-hydroxy-21- (phenylmethoxy) (3. alpha. , 5. alpha. ) - 

(9CI) 
MF C28 H38 04 



Absolute stereochemistry. 




L2 32 ANSWERS REGISTRY COPYRIGHT 2000 ACS 

IN Pregnan-ll-one, 20, 21-epoxy-3-hydroxy-, (3. alpha, , 5. alpha. , 20S) - (9CI) 
MF C21 H32 03 

Absolute stereochemistry. 



H 




L2 32 ANSWERS REGISTRY COPYRIGHT 2000 ACS 

IN Pregnane-11, 20-dione, 3-hydroxy-21- ( 1-methylethoxy) 

( 3 . alpha . , 5 , alpha . ) - 

(9CI) 
MF C24 H38 04 

Absolute stereochemistry. 




L2 32 ANSWERS REGISTRY COPYRIGHT 2000 ACS 



IN Pregnane-11, 20-dione, 3-hydroxy-21- [2- (4-methyl-l-piperazinyl) ethoxy] 

( 3 . alpha . , 5 . alpha . ) - ( SCI ) 
MF C28 H46 N2 04 

Absolute stereochemistry. 




L2 32 ANSWERS REGISTRY COPYRIGHT 2000 ACS 

IN Pregnane-11, 20-dione, 21-hydroxy-3- (nitrooxy) ( 3 . alpha . , 5 . alpha . ) - 
{9CI) 

MF C21 H31 N 06 
Absolute stereochemistry - 




L2 32 ANSWERS REGISTRY COPYRIGHT 2000 ACS 

IN Pregnan-ll-one, 20-hydroxy-21-methoxy-3- (nitrooxy) 

(3.alpha.,5.alpha.,20S)- (9CI) 
MF C22 H35 N 06 



Absolute stereochemistry. 



HO. 



02N. 




OMe 



L2 32 ANSWERS REGISTRY COPYRIGHT 2000 ACS 

IN Pregnan-20-one, 3-hydroxy-21-methoxy-, (3. alpha. , 5. alpha. )- (901) 
MF 022 H36 03 



Absolute stereochemistry. 




L2 32 ANSWERS REGISTRY COPYRIGHT 2000 ACS 

IN Pregnane- 11, 20-dione, 21- ( 3-chloropropoxy) -3-hydroxy-, 

( 3 . alpha . , 5 . alpha . ) - ( 9CI ) 
MF C24 H37 01 04 

Absolute stereochemistry. 




L2 32 ANSWERS REGISTRY COPYRIGHT 2000 ACS 

IN Pregnane- 11, 2 0-dione, 21-diazo-3- (nitrooxy) (3 .alpha. , 5. alpha. ) - (9CI) 
MF 021 H29 N3 05 



Absolute stereochemistry. 




L2 32 ANSWERS REGISTRY COPYRIGHT 2000 ACS 

IN Pregnane-11, 20-dione, 3-hydroxy-21-propoxy-, (3. alpha. , 5. alpha. ) - (9CI) 
MF C24 H38 04 

Absolute stereochemistry. 




L2 32 ANSWERS REGISTRY COPYRIGHT 2000 ACS 

IN Pregnane-11, 20-dione, 3-hydroxy-21- [2- (4-morpholinyl) ethoxy] 

{ 3 . alpha . , 5 . alpha . ) - ( 901 ) 
MF C27 H43 N 05 



Absolute stereochemistry. 




L2 32 ANSWERS REGISTRY COPYRIGHT 2000 ACS 

IN Pregnane-11, 20-dione, 21-bromo-3-hydroxy-, (3 . alpha . , 5 . alpha . ) - (9CI) 
MF C21 H31 Br 03 

Absolute stereochemistry. 




L2 32 ANSWERS REGISTRY COPYRIGHT 2000 ACS 

IN Pregnan-ll-one, 20, 21-epoxy-3- (nitrooxy) (3. alpha, , 5, alpha . , 20S) - (9CI) 
MF C21 H31 N 05 

Absolute stereochemistry. 



H 




H 
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IN Pregnane-11, 20-dione, 3-hydroxy-21-methoxy-16-methyl-, 

( 3. alpha. , 5. alpha. , 16. alpha. )- (9CI) 
MF C23 H36 04 

Absolute stereochemistry. 




L2 32 ANSWERS REGISTRY COPYRIGHT 2000 ACS 
IN Pregnane-11, 20-dione/ 21- (2-chloroethoxy) -3-hydroxy-, 
( 3 . alpha . , 5 . alpha . ) - 
(9CI) 

MF C23 H35 CI 04 
Absolute stereochemistry. 




L2 32 ANSWERS REGISTRY COPYRIGHT 2000 ACS 

IN Pregnane-11, 20-dione, 21-methoxy-3- (nitrooxy) (3 . alpha . , 5 . alpha. ) - 
(9CI) 

MF C22 H33 N 06 



Absolute stereochemistry. 




L2 32 ANSWERS REGISTRY COPYRIGHT 2000 ACS 

IN Pregnane-11, 20-dione, 21-ethoxy-3-hydroxy-, (3. alpha., 5. alpha. )- (9CI) 
MF C23 H36 04 

Absolute stereochemistry. 




L2 32 ANSWERS REGISTRY COPYRIGHT 2000 ACS 

IN Pregnane-11, 20-ciione, 21- (2-chloroethoxy) -3- (nitrooxy) 

(3. alpha. , 5. alpha. )- (9CI) 
MF C23 H34 CI N 06 

Absolute stereochemistry. 



O2N- 




H 



L2 32 ANSWERS REGISTRY COPYRIGHT 2000 ACS 

IN Pregnane-11, 20-clione, 3-hydroxy-21-methoxy-, (3. alpha. , 5. beta. ) - (9CI) 
MF C22 H34 04 



7\bsolute stereochemistry. 




H 



L2 32 ANSWERS REGISTRY COPYRIGHT 2000 ACS 
IN Pregnan-ll-one/ 21-bromo-20-hydroxy-3- (nitrooxy) 
( 3 . alpha . , 5 . alpha . , 20S ) - 
(9CI) 

MF C21 H32 Br N 05 
Absolute stereochemistry. 




L2 32 ANSWERS REGISTRY COPYRIGHT 2000 ACS 
IN Pregnane-11, 20-dione, 21- ( 4-aminophenoxy) -3-hydroxy-, 
( 3 . alpha . , 5 . alpha . ) - 
(9CI) 

MF C27 H37 N 04 



Absolute stereochemistry. 




NH2 
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IN Propanoic acid, 3- [ [ (3 . alpha. , 5. alpha. ) -3-hydroxy-ll, 20-dioxopregnan-21- 

yljoxy]-, ethyl ester (9CI) 
MF C26 H40 06 

Absolute stereochemistry. 



O 




L2 32 ANSWERS REGISTRY COPYRIGHT 2000 ACS 

IN Androstane-17-carboxylic acid, 3- (nitrooxy) -11-oxo-, 

( 3 . alpha . , 5 . alpha . , 17 . beta . ) - ( 9CI ) 
MF C20 H29 N 06 

Absolute stereochemistry. 



C02H 



02N 




H 
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IN Pregnane- 1 1, 20-dione, 3-hydroxy-21-methoxy-, (3. alpha. , 5 .alpha . ) - (9CI) 
MF C22 H34 04 

Absolute stereochemistry. 




L2 32 ANSWERS REGISTRY COPYRIGHT 2000 ACS 

IN Pregnane-11, 20-dione, 3-hydroxy-2, 21-diinethoxy"-, 

( 2 . beta . , 3 . alpha . , 5 . alpha . ) - ( 9CI ) 
MF C23 H36 05 

Absolute stereochemistry. 




L2 32 ANSWERS REGISTRY COPYRIGHT 2000 ACS 

IN Pregnane-11, 20-dione, 21- (cyclopentyloxy) -3-hydroxy-, 

( 3 . alpha . , 5 . alpha . ) - 

(9CI) 
MF C26 H40 04 



Absolute stereochemistry. 




L2 32 ANSWERS REGISTRY COPYRIGHT 2000 ACS 

IN Pregnane- 11, 20-dione, 21-bromo-3- (nitrooxy) (3 . alpha . , 5. alpha. ) - (9CI) 
MF C21 H30 Br N 05 

Absolute stereochemistry. 




L2 32 ANSWERS REGISTRY COPYRIGHT 2000 ACS 

IN Pregnane- 11, 2 0-dione, 3-hydroxy-21- (2-methoxyethoxy) 

(3. alpha. , 5. alpha. )- (9CI) 
MF C24 H38 05 

Absolute stereochemistry. 




L2 32 ANSWERS REGISTRY COPYRIGHT 2000 ACS 



IN Propanenitrile, 3- [ [ ( 3 . alpha . , 5 . alpha . ) -3-hydroxy-ll, 20-dioxopregnan-21- 

yljoxy]- (9CI) 
MF C24 H35 N 04 

Absolute stereochemistry. 




L2 32 ANSWERS REGISTRY COPYRIGHT 2000 ACS 
IN Pregnane-11, 20-dione; 3-hydroxy-16-methyl-, 
(3. alpha. , 5. alpha. , 16. alpha. ) - 

{9CI) 
MF C22 H34 03 

Absolute stereochemistry. 
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2000:47233 USPATFULL 

Heana to achieve sustained release of synergistic drugs 
fay canjugation 

Ashton, Paul, Boston, KA, United States 
Crooks, Peter Anthony. Lexington, KY, United States 
CynVowalei, Tadeusz, Lexington, KY, United States 
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NUMBER 



KIND 



DATE 



US 6051576 20000418 
US 1997-791071 19970129 (8) 

Continuation of Ser. No. US 1995-388855, filed on 15 
Feb 1995, now abandoned which is a continuation-in-part 
of Ser. No. US 1994-187462, filed on 28 Jan 1994 
Utility 
Granted 

HacHillan, Keith 0. 
McDermott, tfill ( Eiaery 
37 
1 

5 Drawing Figure (s); 3 Drawing Fage(s) 
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PATENT INFORMATION: 
APPLICATION INFO.: 
RELATED APPLN. INFO, i 



DOCUMEKT TYPE: 
FILE SEGMENT: 
PRIMARY EXAMINER: 
LEGAL REPRESENTATIVE: 
NUMBER OF CLAIMS: 
EXEMPLARY CLAIM: 
NUMBER OF DRAWINGS: 
LINE COUNT: 
CAS INDEXING IS AVAILABLE FOR THIS PATENT. 

AB A codrug cos^osition of at least two drug compounds covalently linked to 
one another via a labile bond to fona a single codrug coaposition, or 
ionically linked to one another to forn a single workings cosposition, 
and methods of use of the codrug for the treatment of various medical 
conditions. The codrug nay be administered by itself or in the form of a 
bioerodible or nonbioerodible substance. 

IT 169046-79-lP 

(codrug cocpns. for controlled drug delivery) 

RH 16904 6-79-1 USPATFULL 

CN 2,4 (lH,3H)-Pyriiaidinedione, 1-tl (3. alpha. , 5. beta. ) -3, 17 -di hydroxy- 20- 
oxopregnan-21-yl]oxy]-S-fluoro- (9CI) (CA INDEX NAME) 

Absolute stereochemistry. 
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Method, compositions, and compounds for allosteric 
modulation of the gaba receptor by aembers of the 
androstane and pregnane series 

Upasani, Ravindra B., Foothill Ranch, CA, United States 
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Hogenkac^, Derk, Carlsbad, CA, United States 
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13 Drawing Figure (s); 11 Drawing Page(s) 
3557 

CAS INDEXING IS AVAILABLE FOR THIS PATENT. 

AB Methods, cot:^osi ti ons , and compounds for modulating the GABA. sub. A 
receptor-chloride ionophore complex to alleviate stress, anxiety, 
seizures, mood disorders, PMS and PND and to induce anesthesia. 

IT 162S83-05-ep 

(prepn. and formulation of S.alpha.-hydroxypregnanes and analogs as 
sedatives and hypnotics) 
RN 162883-05-3 USPATFULL 

CN Pregnan-20-one, 3-hydroxy-21- t4-pyridinylthio) -, (3. alpha. , 5. beta. ) - (9CI) 
(CA INDEX NAME) 



PATENT INFORMATION: 
APPLICATION INFO.: 
RELATED APPLN. INFO.: 



DOCUMENT TYPE: 
FILE SEGMENT: 
PRIMARY EXAMINER: 
ASSISTANT EXAMINER: 
LEGAL REPRESENTATIVE: 
NUMBER OF CLAIMS: 
EXEMPLARY CLAIM: 
NUMBER OF DRAWINGS: 
LINE COUNT: 



Absolute stereochemistry. 
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CAS INDEXING IS AVAILABLE FOR THIS PATENT. 

AB The invention relates to 3. alpha. -hydroxy, 17- (un) substituted 
derivatives of the androstane series and 3. alpha. -hydroxy, 
21-substituted derivatives of the pregnane series. These derivatives are 
capable of acting at a recently identified site on the GRC, thereby 
modulating brain excitability in a manner that will alleviate stress, 
anxiety, insomnia, mood disorders that are amenable to GRC- active agents 
(such as depression) and seizure activity. The steroid derivatives of 
this invention are those having the general structural Forisula: IISTRlfl 
wherein R, R.sub.l, R.sub.2, R.sub.3, R.sub.4, R. sub.5, R.sub.6, 
R.sub.7, R.sub.8, R.sub.9 and R. sub. 10 are further defined herein and 
the dotted lines are single or double bonds. The structure includes 
androstanes, pregnanes (R.sub.4 -methyl), 19-norandrostanes, and 
norpregnanes (R.sub.4 -H) . 

IT ie6264-62-0P 186264-74-4P 166264-76-67 

(prepn. of neuroactive steroids of androstane and pregnane series) 

RN 186264-62-0 USPATFULL 

CN Pregnan-20-one, 3-hydroxy-3-oethyl-21- (4-nitrophenoxy)-, 
(3.alpha.,5.alpha.) - (9CI} (CA INDEX NAME) 

Absolute stereochemistry. 



H 
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RN 186264-74-4 USPATFULL 

CN Pregnan-20-one, 3-hydro]cy-2-propoxy-21- (4-pyridinylthio) 
(2. beta., 3. alpha., 5. alpha.)- (9CI) (CA INDEX KAHE] 

Absolute atereochenistry. 




RN 186264-76-6 USPATFULL 

CN Pregnan-20-one, 21- ( (4-f luorophenyl) sulfonyl) -3-hydroxy-3- (nethoxyraethyl) - 
, (3. alpha., 5. alpha.)- (9CI) (CA INDEX NAME) 

Absolute stereochenistry. 



IT l62«a3-05-8P ie«264-2<-4P te62«4-21-7P 

1B6264-31-3P 166264-33-5? 1S6264-34-6P 

1S6264-35-7P 166264-36-6? 186264-31-9P 

1B6264-3B-0P 166264-54-0? 1B6264-61-9P 

1B6264-63-1P 166264-64-2P 166264-65-3P 

166264-66-4P 166264-67-5P 166264-69-7P 

ie6264-79-SP 166264-ei-3P 1B6264-62-4P 

lBE2fi4-B4-«P 166264-9S-7P 166264-66-6? 

166264-67-9? 203719-57-7P 230956-75-5? 

(prepn. of neuroactive steroids of androstane and pregnane series) 
RN 162883-05-8 USPATFULL 

CN Pregnan-20-one, 3-hydroxy-21- (4-pyridinylthio) (3. alpha. , 5. beta. ) - (9CI) 
(CA INDEX NAME) 

Absolute stereochecdstry. 




RN 186264-24-4 USPATFULL 

CN Pregnan-20-one, 3-hydroxy-3- (4 -hydroxy- l-butynyl) -21-{4-pyridinylthio) -, 
(3. alpha., 5. beta.)- (9CI) (CA INDEX NAME) 

Absolute stereochenListry. 
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H 



RN 186264-27-7 USPATFULL 

CN Pre9nan-20-one, 3-hydro>iy-21- (4-pyridinylthio) (3. alpha. , 5. alpha. ) - 
(9CI) (CA INDEX NAME) 

Absolute stereochemistry. 




RN 186264-31-3 USPATFULL 

CN Pregnan-20-one, 3-hydroity-3- (methoxyiaethyl) -21-( (4-nitrophenyl) thioj -, 
(3. alpha. ,5. alpha.)- (9CI) (CA INDEX NAME) 

Absolute stereocheinistry. 




L4 ANSWER 5 OF 9 USPATFULL (Continued) 
RN 186264-33-5 USPATFULL 

CN Pregnan-20-one, 21- { (4-f luorophenyl) thio] -3-hydrQity-3- (nethoxyiaethyl) 
(3. alpha., 5. alpha. ) - {9CI) (CA INDEX NAME) 

Absolute stereochemistry. 




RN 18 6264-34-6 USPATFULL 

CN Pregnan-20-one, 3-ethynyl-3-hydroxy-21- (4-pyridinylthio) 
(3. alpha., 5. alpha.)- (9CI) (CA INDEX NAME) 

Absolute stereochemistry. 




H 



RN 186264-35-7 USPATFULL 

CN Pregnan-20-one, 3- [ (4-ac«tylphenyl) ethynylj -3-hydroiry-21- (4-pyridinylthio) 
, (3. alpha. , 5. beta. ) - (9CI} (CA INDEX NAME) 



Absolute stereochenistry. 
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RN 186264-36-9 USPATFULL 

CN Pyridiniuo, 4- [ [ (3. alpha. , 5. beta. ) -3-hydroxy-20-oxopregnan-21-ylJ thio] -1- 
methyl-, iodide (9CI) (CA INDEX NAME) 

Absolute atereochenistry. 




• I- 



RN 186264-37-9 USPATFULL 

CN Pyridituum, 4- [ [ (3. alpha. , 5. alpha. ) -3-hydroxy-20-oxopregnan-21-yl] thio] -1- 
methyl-, iodide (SCI) (CA INDEX NAME) 

Absolute stereochemistry. 
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RN 186264-61-9 USPATFULL 

CN Pregnan-20-one, 3-hydroxy-21- (4-pyridinyloxy) (3. alpha. , 5. beta. ) - (9CI) 
(CA INDEX NAME) 

Absolute stereocheaiatry. 




RN 18 6264-63-1 USPATFULL 

CN Pregnan-20-one, 3-hydroxy-3-methyl-21- t {6-quinolinyl) oxy] -, 
(3. alpha., S. alpha.)- (9CI) (CA INDEX NAME) 

Absolute stereochemistry. 



L4 ANSVER 5 OF 9 USPATFULL (Continued) 




• 1- 



RN 186264-33-0 USPATFULL 

CN pyridinium, 4 -[[ (2 . beta. , 3 . alpha ., 5 . alpha. ) -3-hydrojcy- 20-0x0-2- 

propoxypregnan-21-yl]thio]-l-[Bethyi-, iodide (9CI) (CA INDEX NAME) 

Absolute stereochemistry. 




• I- 



RN 186264-54-0 USPATFULL 

CN Pregnan-20-one, 3-hydr05ty-21- (3-pyridinyloxy) -, (3. alpha. , 5. beta. ) - {9CI) 
(CA INDEX NAME) 

Absolute stereochemistry. 
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HO 



RN 186264-64-2 USPATFULL 

CN Pregnan-20-one, 21- [4- (dimethylamino) phenoxy] -3 -hydrQxy-3 -methyl-, 
(3. alpha., 5. alpha.)- (9CI) (CA INDEX NAME) 

Absolute stereochemistry. 




,NMe2 



RN 186264-65-3 USPATFULL 

CN Pregnan-20-one, 21- [ (4- (dinethylanino) phenyl] thio] -3-hydroxy-3- 
(oethoxyElethyl) -, (3. alpha. ,5. alpha.)- (9CI) (CA INDEX NAME) 



Absolute stereochemistry. 
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RN 186264-67-5 USPATFULL RN 186264-79-9 USPATFULL 

CN Pregr\an-20-one, 3-hydroxy-3- (methoJtyniethyl) -21- [ ( 4 - (1- CN Pregnan-20-one, 3-hydroity-3- (methoxymethyl) -21- (4-pyridinylthio) 

pyrrolidinyl) phenyl] aulfonyl]-, (3. alpha. ,S. alpha. ) - (9CI) {CA INDEX (3. alpha. , 5. alpha. ) - (9CI) (CA INDEX NAME) 

NAME) 

Absolute stereochemistry. 

Absolute atereochetaistry . 



L4 ANSVEH S of 9 USPATFULL (Continued) L4 ANSWER 5 OF 9 USPATFULL (Continued) 




RN 186264-81-3 USPATFULL 

CN Pre5nan-20-one, 21-{ (4-sniinophenyl) thio) -3-hydroxy-3- (methoxymethyl) -, 
(3. alpha., 5. alpha.)- (9CI) (CA INDEX NAME) 



Absolute stereochemistry. 




-, (3. alpha. , 5. beta. ) - 



CN Benrenatainium, 4 - [ [ (2 . beta. , 3 . alpha. , 5 . alpha . ) -3-hydrOJcy-20-oxo-2- ^ 
propoiiypregnan-21-yl] oxyl -H,N, H-trinethyl-, iodide (9CI) (CA INDEX 

NAME) RN 186264-95-7 USPATFULL 

CN Pre9nan-20-one, 3-hydroxy-21- (4-pyridinyl3ulf inyl) (3. alpha. , 5. beta. ) - 
Absolute stereochecdstry. (9CI) (CA INDEX NAME) 



Absolute stereochemistry. 
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186261-86-B USPATFULL 

(Juinoliniun, 6-[ [ (3. alpha. , 5. alpha. ) -3-hydcoxy-3-m«thyl-20-oxopre9nan-21- 
ylIoxy]-l-aethyl-, iodide (9CI) (CA INDEX NAHE) 

Absolute stereocheiaistcy. 




RN 203719-57-7 USPATFULL 

CN Pr«gnan-20-one, 3-hydcoxy-21- (2-pyridinylthio) (3. alpha. , 5. beta, ) - (9CI) 
(CA INDEX NAHE) 



Absolute stereochenistry. 




23095B-75-5 USPATFULL 

Pyridinium, 4-[ { ( 2. beta. , 3. beta. , 5. alpha. ) -3-hydroxy-20-oxo-2- 

propoxypregnan-21-yl] thiol -1-aethyl-, iodide (9CI) (CA INDEX NAME) 

Absolute stereochemistry. 



RN 186264-87-9 USPATFULL 

CN Pregnan-20-one, 3-hydroxy-21- [ (l-oxido-3-pyridinyl) oxy] 
(3. alpha-, 5. beta.)- (9CI) (CA INDEX NAME) 

Absolute stereochemistry. 
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CAS INDEXING IS AVAILABLE FOR THIS PATENT. 

AB Steroid anaesthetics of the pregnane and 19-norpre9nane series are 
described, the compounds possessing a 3. alpha. -hydroxy group, a 
5. alpha. -hydrogen atom or a 4,S-double bond, a 17. alpha. -hydrogen atom, 
a 20-oxo group and at the 21 -position a hydrocarbon group which nay be 
substituted by an oxo, ether, hydroxy, acyloxy, esterified carboxy, 
thioether, thioester, heterocyclic, amino or aromatic group, or a 
fluorine or chlorine atom. The acetals and 20-enol ethers of confounds 
having a 21-forinyl group are also described. 

IT 51227-fl2-0P 512Z8-32-iP 
(prepn. of) 

RN 51227-92-0 USPATFULL 

CN 1,3-Pcopanedione, 1- [ (3. alpha. , 5. alpha. , 17.beta. ) -3-hydroxy-ll- 
oxoandro3tan-17-yl]-3-(2-pyridinyl) - (9Cr) (CA INDEX NAME) 

Absolute stereochemistry. 




RN 
CN 



51228-32-1 USPATFULL 

lH-Isoindole-l,3{2H)-dione. 2- [3- [ (3. alpha. , S. alpha. , 17.beta. ) -3-hydroxy 
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ll-oxoandro9tan-17-yli-3-oxopropyll- {9CI) (CA INDEX NAME) 



Absolute stereochenistry. 
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20.beta.,21-Epo)ty-3.alpha.-hydroJiy-5.alpha. -pre< 
and derivatives thereof 

Phillipps, Gordon Hanley, Veebley, England 
Nevall, Christopher Earle, London, England 
Glaxo Laboratories Linited, Greenford, England 
(non-U. S. corporation) 
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DATE 
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1971. now patented, Pat. No. US 3882151 



NUMBER 



DATE 



ACCESSION NUMBER: 
TITLE: 



INVEKTOR(S) : 
PATENT ASSIGNEE(S) : 



PATENT INFORMATION: 
APPLICATION INFO.: 
RELATED APPLN. INFO.: 



PRIORITY INFORMATION: 
DOCUMENT TYPE: 
FILE SEGMENT: 
PRIMARY EXAMINER: 
LKAL REPRESENTATIVE: 
NUMBER OF CLAIMS: 
EXEMPLARY CLAIM: 
LINE COUNT: 
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AB The invention provides 3. alpha. -oxygenated pregnane 21-ethers possessing 
a hydroxy group in the 3. alpha. -position; a hydrogen aton or a oethyl 
group at the lO-position; a hydrogen atom in the 17. alpha. -position; a 
keto group in the 20-position; and an etherified hydroxyl group in the 
21 -position. 

IT 3B601-34-2P 

(prepn. of) 

RN 38601-34-2 USPATFULL 

CH Pregnane-11, 20-dione, 21- (4-aiainophenoxy) -3-hydroxy-, (3. alpha. , 5. alpha. ) - 
(9CI) (CA INDEX NAME) 

Absolute stereochenistry. 
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CAS INDEXING IS AVAILABLE FOR THIS PATENT. 

AB Steroid anaesthetics of the pregnane and 19-norpregnane series are 
described, the coispounds possessing a 3. alpha. -hydroxy group, a 
17. alpha. -hydrogen atom, a 20-oxo group and at the 21-position the 
residue of a sulphur nucleophile or a sulphone or sulphoxide grouping. 

IT 51087-29-7P 51087-32-2P 
(prepn. of) 

RM 51087-29-7 USPATFULL 

CN Pregnane-11, 20-dione, 3-hydroxy-21- (2-pyridinylthio) -, 
(3. alpha. ,S. alpha.)- (9CI) (CA INDEX NAME) 



Absolute stereochemistry. 




X) 



RN 
CH 



51087-32-2 USPATFULL 

Pregnane-11, 20-dione, 3-hydroxy-21- (2-pyrldinylthio) -, (3. alpha. , 5. beta. ) - 
(9CI) (CA INDEX NAME) 
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CAS INDEXING IS AVAILABLE FOR THIS PATENT. 

AB The invention provides 3. alpha. -oxygenated pregnane 21-ethers possessing 
a hydroxy group in the 3. alpha. -position! a hydrogen aton or a oethyl 
group at the lO-positionj a hydrogen atoa in the 17. alpha. -position; a 
keto group in the 20-pO3ition; and an etherified hydroxyl group in the 
21-position. 

IT 3B601-34-2P 

(prepn. of) 

RN 38601-34-2 USPATFULL 

CN Pregnane-ll,20-dione, 21- (4-aainophenoxy) -3-hydroxy-, (3. alpha. , 5. alpha. ) - 
(9CI) (CA INDEX NAME) 



Absolute stereochemistry. 
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CAS INDEXING IS AVAILABLE FOR THIS PATENT 

A5 A codrug cocposition of at least two drug cocoptfnds covalently linked to 
one another via a labile bond to foro a sing^ cod rug conposition, 
ionically linked to one another to form^tf^ingle workings cocposition, 
and laethods of use of the codrug for^he treatment of various aedical 
conditions. The codrug nvay be adwustered by itself or in the fora of a 
bioerodible or nonbioerodible ^.^dbstance 

IT 169046-79-lP 

(codrug cocpns. for conjb^lled drug delivery) 

RN 169046-79-1 USPATFULL 

CN 2, 4 {lH,3H)-Pyriniidii)*<fione, !-{ [ (3.alpha. ,S. beta.) -3, 17-di hydroxy- 20- 
oxopregnan-21-v>foxy]-5-fluoro- (9CI) (CA INDEX NAME) 

Absolute snreochemistry. 
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capable of actini 
modulating brain 
anxiety, insooniaj 
(such as depressiol 
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RN 18 6264-61-9 USPATFULL 

CN Pregnan-20-one, 3-hydroxy-21- (4-pyridinyloxy) -, (3. alpha- , 5. beta. ) - (9CI) 
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nable to GRC-active agents 
. The steroid derivatives of 
structural Formula: ffSTRl#< 
4, R.sub. 5, R.sub. 6, 
.i^u^..' further defined herein and 

the dotted lines ar% single or double bonds. The structure includes 
androstanes, pre^anes (R. sub. 4 -methyl) , 19-norandrostanes, and 
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''Absolute stereochemistry. 
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Absolute stereochemistry. 
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Absolute stereocheaistry. 
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AB 3. alpha. -Hydroxy-3. beta. -met hoxyiaethyl-21-heMrocyc lie substituted 
steroids I (Rl " H, He; R2 - 5- alpha.- or S/beta.-H; R3 - optionally 
substituted H-attached heteroaryl group ocjf-KM where R4 - optionally 
substituted cart>on-attached heteroaryl group; X - 0, S, N) or a 
pharmaceutically acceptable salt, prodrug or solvate thereof were prepd. 
Thus II was prepd. from 3. alpha. -hydroxy-3. beta. -methoxyraethyl-S. alpha. - 
pregnan-20-one and imidazole which was/then converted to the hydrochloride 
salt. Steroids I are useful as anticonvulsants, sedative/ hypnotics and 
anesthetics [no data]. / 
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Absolute stereochemistry. 





AB Novel neuroactive steroids were evaluated for their effects on operant 
responding, rotorod motor performance, and EEG recording in rats. Co 
134 444, Co 177643, and Co 127501 were cosfiared with the prototypical 
.gamma.- ami nobutyric acidA-pos. allosteric modulators triazolam, Zolpidem, 
pentobarbital, pregnanolone, and CCD 3693. Each of the compds. produced a 
dose-related decrease in response rates under a variable-interval 2-ain 
schedule of pos. reinforcement in an operant paradigm. In addn., all 
cospds. produced a dose- related increase in ataxia and significant 
increases in nonrapid eye movement sleep in this expt. or have bean 
previously reported to do so. Co 134444, Co 177843, and Co 127501 
increased nonrapid eye movement sleep at doses that had no effect on rapid 
eye movement sleep. All of the cospds. were more potent at decreasing 
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operant responding than they vere at increasing ataxia. Furtheraore, the 
potency of corapda. to produce response- rate suppression in an operant 
paradi^a appeared to be a better predictor of soporific potency than did 
potency in the rotorod assay. The screening for sedative -hypnotic 
activity resulted in the identification of the ncrvel orally active 
neuroactive steroids Co 134444, Co 177843, a.-vd Co 127501. 
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(3. alpha., 5. beta.)- (9CI) 



CN Pregnan-20-one, 3-hydroxy-21-[ (l-oxido-3-pyridinyl) oxy]-, 




Absolute atereochenltttry. 



AB Neuroactive steroids of formula I [R - H, NH2, thio, sulfinyl, sulfonyl, 
halo, alltojty, alkyl, alkenyl, allcynyl, etc.* Rl - H, altyl, alkenyl, 
alkynyl, haloalfcyl, aryl, ecc.i R2 - H, alkoxy, keto, He2Ni R3 - alkoxy, 
alkenyloxy, alkynyloxy; R4 - H, Me; R5 - H, absent; R6 - H, alkanoyl, 
etc.; R7 - H, halo, OH, alkoxy, etc.; R8 - H, halo; R9 - H, halo, alkyl, 
alkoxy, arylalkoxy. aainof RIO - H, halo, alkyl, OH, alkoxy, CN, etc.] are 
prepd. These derivs. are capable of acting at a recently Identified site 
on the GABA receptor cooplex (GRC) , thereby Dodulating brain excitability 
in a Banner that vill alleviate stress, anxiety, insoonia, eood disorders 
that are aaenable to GRC-active agents (such as depression) and seizure 
activity. Thus, 2-oethyl-l-buten-3-yne was added to 17.beta. -methoxy- 
5.beta.-androstan-3-one to give II. II protected 87.51 of mice injected 
with oetrazol frco convulsions. 
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Absolute stereochecdstry. 




RN 186264-63-1 CAPLUS 

CN Pi:egnan-20-one, 3-hydroxy-3-raethyl-21-( (6-qiiinoiif>yl) o: 
(3. alpha., 5. alpha.}- (9CI) (CA INDEX NAHE) 

Absolute stereocheraistry. 




RN 186264-86-8 CAPLUS 
CN Quinoliniun, 6-{{ (3. alpha. , 5. alphaC ) -3-hydroxy-3-i3ethyl-20-oxopregnan-21- 
yl]oxy}-l-oethyl-. iodide (9C1) /CA INDEX NAME) 

Absolute stereochemistry. 
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CN pregnan-20-one, 3-hydroxy-21- ( {l-oxido-3-pyridinyl) oxy] - 
(3. alpha., 5. beta.)- (9CI) (CA INDEX NAME) 

Absolute stereocheiaistry. 



Methods are disclosed for treating or preventing migraine headache by 
administering to an animal a GABA receptor agonist (e.g. a neuroactive 
steroid) and/or an KMOA receptor antagonist (e.g. a dihydroquinoxaline 
dariv.). Also disclosed are pharmaceutical cocpns. and kits for the 
treatment or prevention of migraine headache. 
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MefcjR S, 

HO H 

RN 186264-86-8 CAPLUS 

CN QuinoliniuD. 6-[ [ (jL a^ pha. , S.alpha^^ - 3- hydroxy- 3-nethyl-20-oxopregnan-21- 
yl]oxy)-l-iaethyl-, *G^ide (9CI) JCA INDDt NAME) 

Absolute stereochemistry. 



Sl r S^ 
Is L IR 




Cocpds. of formula I [R - H, NH2, thio, sulfinyl, sulfonyl. halogen, 
alkoxy. alkyl, etc.; Rl - H, alkyl, alkenyl, alkynyl, aryl, etc.; R2 - H, 
OH, alkoxy, alkanoyloxy, carbalkoxy, keto, aioino; R3 - H. alkoxy, 
alkenyloxy, etc.; R4 - H, alkyl; R5 - M, absent; R6 - H, alkanoyl, 
aininocarbonyl, alkoxycarbonyl; R7 ■ H, halogen, OH, alkoxy i alkanoyloxy, 
carbalkoxy; R8 - H, halogen; R9 - H, halogen, alkyl, alkoxy, arylalkoxy, 
amino; RIO - H, halogen, OH, alkyl, etc.] are prepd. as neuroactive 
prodrugs, due to their ability to nodulate the GABAA receptor-chloride 
ionophore con^ilex. These derivs. are capable of acting at a recently 
identified site on the GRC. thereby modulating brain excitability in a 
manner that vill alleviate stress, anxiety, insomnia, mood disorders that 
are amenable to GRC-active agents (such as depression) and seizure 
activity. Thus, 2-methyl>l-buten-3-yne vas added to 17. beta. -raethoxy- 
S.beta. -andro3tan-3-one to give II. II (10 mg/kg IP) protected 87.51 of 
mice injected vith metrazol froia convulsions. 
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CH Pregnan-20-one, 3-hydroxy-21-{ (l-oxido-3-pycidinyl) oxyj -, 
(3. alpha., 5. beta.)- (9CI) (CA INDEX NAME) 

Absolute stereochemistry. 



